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[0124] (b) <D*^Kjfttt % ^ (16) i/tfiS; 
(17) ^^ixs^ftoif^&d*— *Sr^^yv, 

r>xfroz.bip>x%Z> 0 SJStt, SiSr-2 o-+ 5 o^ 
««9^tf, hyx^r-; ^fctttry s^jfcjfSrJD*. 

[0 12 5] (c) *>»&RJCSI* (a) (Dtil&BU&kfa 
%k<Djjmc £Vft?Zk e o (d) ^ffi^S^W: 
(b) osSt^SJ^ir^co^tci^tT^rt^Tt 

So 

[0 1 2 6] 5£ (1 7) "C^^*L5^«KZ)(ftfl|SO» 
tt-5 0 ^ (18) {CjoV>TRl 1^, t e r t 

[0 1 2 7] 5£ (1) *5itK^ (13) X7jk£tlZ>ik& 

to<om&. & (1) *5«fct^* (1 3) -c^^ttsft^ 
Bl, hy7/^p|», p - f/^v^^^v^^-Jfco 

&<dj£ (i) *5iu« (i 3) <D4t&®tmm\z*¥Bm 
<nG$htf&ik&m t vxm v * 5 c i: x # 5 o 

[0128]* (1) *5<fctF5£ (1 3) -e^$*XS^ 

[0129] *&m<Dmm'<>XT$ vmmmsxxffi 

[0 13 0] ^r-C3W4M«ittAttejlL*. Ute&jfc 
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m&y^sm, &m&'wmm, ^n^n^y ^ 

m%mm. 3mm. m^&> 
mtmnmm, s^a-a*®*, mm# 

[oi3i] £ ttmm&t wt y wis, 

*i. ««tt*:i»«ftift^r. ft*//, r 

[0 13 2] #»WOta*^«ltt, g^D p p^ LT 

©iutea, %m. tank mm. mmm, m,m. mn 
m. xy^/vm. mtm mm. mmmm 

[0133] ^j^^ffiic^-rsic^ur^ uwt 
laxtt^a *©«Hm 

JB£*!k ^Ify^y, 7/^>ithy!>^ ^yr 
[0 13 4] A»«Aitt*ojiK»qiM 

y^y ^^T*t^ 0 $ 

*k M^r£B#«. a^rfte&m* umm&m. y 
b&xzz> 0 

[oi3 5] %m<Dwm\^m£-rz>\^\^Tvz, 



[0 13 6] #7*feA*Utt, *»fc«V«**«rtiMIS 
[0 13 7] ta«fl* UtiMtS^ ?L»J*3 

h^^y^fry^r^^/K #y ^v^ft^y 
^rry^r;v3-;K #y t^^fuyy/i'^y 

[0 13 8] 4fe«d©»|»lc**r*l!:Kb-Ctt:. 

[0139] £ktc#«tascT»feffik # 

-7 011%, $f^b<ti^}5~5 0lt%i:t5^ 

[0140] *&m<ozfrbm.mMffl<o&tt&nmz 
mm\tt<, &wmmm. &&<omffi. ttsu, 

mm. mnm, %m, mwm»zx** 
-7-tjvm<nw&\zvx, ^p^^n, mtm<DW&n. 

[0141] *»^(Or:ixe>EjKSi»J^S#S«:, ffi 
Ttt, #:filkg^>9. —0^0.0001— 100m g^i: 

Yfc*4fc*«fto. 001-1, 000m g <z>*5H-e<&#$ ft* r. <!: *s 

a*uv\ -frmwtt (1) *5j;^ (13) -c^^tv 

[0 14 2] 
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[0143] mmw i 

N— ( 2 - T ^ / -4- (N-^y^;vr 

(1-1) 4-r?/^f/V^lfi2 1. 16 g 
(14 0 mm o 1 ) (D n n ^ >- (450ml) M 
mmz, MJxf;i/7^4 2ml ( 3 0 0 mm o 1 ) 

y^7U^-n^^6 0. 4g (2 8 7mmol) <Di?? n 
u^*>- (5 0ml) ^Srj&TLfc^ 3P#P^#L 

Wl. &m~tZ*^t\c£K>, 4- (N-hy7/>*P7t 
^vW) 3 0. 4 g (HX^ 87. 8 

%) £fL&&@#<>: LT#7c 0 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 47 (2H, d, J=5. 8Hz) , 
7. 39 (2H, d, J=8. 1Hz), 7. 93 (2H, d, J=8. 1Hz), 10. 08 (1H, 
t,J=5.8Hz), 12.95(lH,br. s). 
[0144] (1-2) o-7x^^T^10 
8 g ( 1 . 0 m o 1 ) (Di/^-^-D-^ (1 0 0 0ml) ^ 

mic i mfeykmt-r h y ? tsoomi) &m 

X., tK^T^ t e r t -y^/lsiSU-tf*- h 2 1 8 g 
(1. 1 mo 1 ) War^ls (5 0 0ml) Wfc&M 

2>^t\C£ *) N- t e r t Y*r*S% Astf—As- o - 
7ixL/^7^6 8. 4g (HX#S3 2. 8%) Srfi 
£@#£LT#fc 0 

1H NMR (270MHz, CDC13)5ppm: 1.51(9H, s), 3.75(2H, 
s), 6.26(lH,s), 6.77(lH,d, J=8. 1Hz), 6. 79 (1H, dd, J= 

7. 3, 8. 1Hz) , 7. 00 (1H, dd, J=7. 3, 8. 1Hz) , 7. 27 (1H, d, J= 

8. 1Hz) . 

[0145] (1-3) XS (1 - 1) "CWMT/fcfc 
^ 3 0. 0 g (121 mm o 1 ) <T>*J2 nn*$ls 

(200ml) mnmz., ^l^^p? <rt$&i o — 1 

5^) ^"^if y/l^ xiy 4 K2 1g (16 5mmo 1) 
&&*\£ffiT\^tL 0 *<Dmzb$i?$ (*Si*2mlI 
-pf6»-0. 1ml) DMF^ifc, MlTt. 

o7>T K«r#»U, M^nn^^y (10 0ml) 
«g#PLfc 0 XI (1-2) t»6*ifcft«!2 2. 8 
8 g (110 mm o 1 ) COi/^ nn^^V (100m 

i) -t°y^> (200ml) »«{^ 9c\zm$i^fcM 



[0 14 6] IT)HTi> -Bfe 
*WCHKIJU tUk 

•9, N— [2 - (N- t e r t -7 b /Vi$~/V) 
T ^ S 7 zc~>V\ -A- (N- h y 7/^nrtf/V7 
K2 8. lg (lR^5 8%) £ 

mn&mtet ur#fc 0 

1H NMR (270MHz, DMS0-d6) 6 ppm: 1.44(9H, s), 4.48(2H, 
d, J=5. 9Hz) , 7. 12-7. 23 (2H, m) , 7. 44 (2H, d, J=8. 1Hz) , 
7. 54 (2H, d, J=8. 1Hz) , 7. 94 (2H, d, J=8. 1Hz) , 8. 68 ( 1H, b 
r. s), 9.83UH, s), 10. 10 (1H, br. t, J=5. 9Hz) . 

[0147] ( 1 - 4 ) Jim ( 1 - 3 ) <D4k&%) 1 
3. 1 2 g (3 Ommo 1 ) <D* $ J— >V ( 1 2 Om 

1) -7K (1 8 Om 1) UMKKlMfe*y VJ*4. 7 0 
g (34. Ommol) ZiMx.. 7 0tt4Wfit 

-T ^ y^^/W-N- [2-(N-tert h=*rv- 

t^;7x^] ^yxr^Kio. 3g 

1H NMR (270MHz, DMS0-d6) 6 ppm : 3.80(2H, s), 7.13-7.2 
3(2H,m), 7.48-7. 58 (4H,m), 7. 90 (2H, d, J=8. 1Hz), 8.69 
(lH,br. s), 9. 77(lH,br. s). 

[0148] (1-5) 1M (1 -4) (Dfc&VoO. 
1 1 g (0. 4 4mmo 1) <D\? ]) isls (5ml) m& 
fc3k#T* ^A^P7>r KO. 08g (0. 53 

mmoi) ^oi^ct, mm.*X'&*\cmM&±i?te& 
tttwtfco mmm&mQ&mTk-em&iss mm 

#U »€>*tfcH#«rW»"rar £fc:<J;9, N — [2- 
(N- t e r t -T'h^r^/^^) T ^ /7s- 

/i/] -4- (N-^/>f;v7^y^f;v) -<>XT^ 
KO. 14g W7 1. 4%) ^fi^@»^tr# 
fc 0 

1H NMR (270MHz, DMS0-d6) 6 ppm: 1.44(9H,s), 4.56(2H, 
d, J=5. 9Hz) , 7. 1 1-7. 22 (2H, m) , 7. 46-7. 56 (7H, m) , 7. 90 
-7.94(4H,m), 8.67(lH,s), 9. 15(1H, t, J= 5. 9Hz) , 9.81 
(1H, s). 

[0149] (1-6) JM (1-5) (Dit&mo. 
1 0 g (0. 2 2 4mmo 1 ) <D is (5ml) 

-*fs-;v (imi) *«m 4 m&m&- ^^^^ 

(5ml) £r*P*L, MT?7«fia«ffLfc. Mttfr«£ 
Lfc^^^^-f y^n tV^— ^/w^Px.. #f>ttfcg 
^iS-rsr b\zx 9, n- (2-7^7x 
-yw) -4- (N-^y/^f/i/T^y^f/i') ^yxr 
^ K i£g£igO. 0 8g (^9 3%) «rift«fiaftc& 
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mp. 206-209^C. 

1H NMR (270MHz, DMS0-d6) 6 ppm : 4. 57 (2H, d, J=5. 8Hz) , 
7. 27-7. 38(4H,m), 7. 47-7. 59 (5H, m) , 7. 92(1H, d, J=8. 1H 
z), 8.05(lH,d, J=8. 1Hz), 9. 19 (1H, t, J=5. 8Hz) , 10. 38(1 
H, br. s). 

IR(KBr)cm-l: 3286, 3003 (br. ), 1630, 1551, 1492, 1306, 12 
50, 749, 695. 

©fc^Wfc'STfcLfc. SkTK. tt&m<rm& (mp.) , l 

[0150] mmm 2 

N- (2-7^7xx;V) -4- [N- 

+*^S4M t^;**3-?v] ^yxr-; K (^-l :ft 

^#-^ 1 4 ) 

mp. 201-204^ (dec. ). 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 52 (2H, t, J=5. 9Hz) , 
4.89(2H, br. s), 6. 60(1H, ddd, J=l. 5, 7. 3, 8. 1Hz), 6.78 
(1H, dd, J=l. 5, 8. 1Hz) , 6. 97 (1H, ddd, J=l. 5, 7. 3, 8. 1Hz) , 

7. 17(lH,d, J=8. 1Hz), 7. 38-7. 54(6H,m), 7.97(2H,d,J= 
8.1Hz), 9.06(lH,br. t, J=5.9Hz), 9. 63 (1H, br. s). 
IR(KBr) cm-1 : 3268, 1649, 1458, 1304, 748. 

[0151] mmm 3 

N- (2-7 5 y -4- [N — (2-~hn 

- 1 : 1 8 COi£i£i£) 

mp. 210-212^ (dec). 

1H NMR (270MHz, DMS0-d6) 6 ppm : 4. 55 (2H, t, J=5. 9Hz) , 
7.20-7.40(3H,m), 7. 50-7. 60(lH,m), 7. 53 (2H, d, J=8. 1H 
z), 7. 60-7. 70(2H,m), 7. 83 (1H, ddd, J=l. 5, 8. 1, 8. 1Hz) , 

8. 00-8. 10 (3H, m) , 9. 34 (1H, t, J=5. 9Hz) , 10. 43 (1H, br. 
s). 

IR(KBr)cm-l: 3283, 2500-3000 (br. ), 1648, 1534, 1461, 13 
62, 1314, 754, 701. 

[0152] mmm* 

N- (2-7;y7x-;v) -4- [N- (4-y^/U 

- 1 : it&mm^2 8 ^MI) 

mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 6 ppm: 2.37(3H, s), 4.56(2H, 
d,J=5.0Hz), 7.20-7.30(6H,m), 7. 47 (4H, d, J=8. 8Hz) , 
7. 82 (2H, d, J=8. 8Hz) , 8. 03 (2H, d, J=8. 8Hz) , 9. 09 (1H, t, 
J=5Hz), 10. 36 (1H, br. s). 

IR(KBr)cm-l: 3269 (br. ), 2861 (br. ), 1743, 1636, 1534, 15 
05, 1456, 1308, 1120, 753. 

[0153] mmm 5 

N- 7 ^rc^/U) -4- [N — (3 -y h*r 

i/^<l/y<< ;\«) 7>^f/u] ^yX7^ K : 

3 0) 
mp. 182-185^. 

1H NMR (270MHz, DMS0-d6) 6 ppm : 3.8l(3H, s), 4.54(2H, 



d, J=5. 9Hz) , 4. 88 (2H, br. s) , 6. 60 (1H, dd, J=6. 6, 7. 3H 
z), 6,78(lH,d, J=7. 3Hz), 6. 97 (1H, dd, J=6. 6, 7. 3Hz), 

7. ll(lH,dd, J=1.5,8. 1Hz), 7. 16(1H, d, J=7. 3Hz), 7.35- 
7.51(5H,m), 7.94(2H,d,J=8. 1Hz), 9. 12 (1H, br. t, J=5. 9 
Hz), 9.63(lH,br. s). 

IR(KBr)cm-l: 3301, 1637, 1524, 1489, 1457, 1314, 1248, 75 
2. 

[0154] mmm 6 

N- (2 -75 7 7^~;V) -4- [N- (4 -y Y^r 
i/^sy^/u) 7^;^f;u] ^yX7 5 K (^-1 : 

{fc#4Mfr»3 D 

mp. 149-151^. 

1H NMR (270MHz, DMS0-d6) 6 ppm : 3.82(3H, s), 4. 53 (2H, 
d,J=5. 9Hz), 4. 88 (2H, s), 6. 59 (1H, dd, J=7. 3, 7. 3Hz) , 
6. 77 (1H, d, J=8. 1Hz) , 6. 94-7. 00 (1H, m) , 7. 02 (2H, d, J= 

8. 8Hz) , 7. 16 (1H, d, J=8. 1Hz) , 7. 43 (2H, d, J=8. 1Hz) , 7. 
89 (2H, d, J=8. 8Hz) , 7. 94 (2H, d, J=8. 1Hz) , 8. 98 (1H, br. t, 
J= 5.9Hz), 9.61(lH,br. s). 

IR(KBr)cm-l : 3297, 1630, 1527, 1505, 1457, 1256, 1177, 10 
24, 843, 749. 

[0155] mmm i 

N- (2-7;/7x^;u) - 4 _ [ N - (3, 4, 5 

- hyy h^v^o-WAO r^yy^/w] ^X7^ 

K Mfrfr*##3 3) 

mp. 208-210^ (dec. ). 

1H NMR (270MHz, DMS0-d6) 6 ppm: 3.71(3H, s), 3.83(6H, 
s), 4.55(2H,d, J=5. 9Hz), 4. 88 (2H, br. s), 6.60(lH,dd, 
J=7. 3, 8. 1Hz) , 6. 78 (1H, d, J=8. 1Hz) , 6. 97 (1H, dd, J=6. 

6, 8. 1Hz) , 7, 16 (1H, d, J=8. 1Hz) , 7. 26 (2H, s) , 7. 44 (2H, 
d, J=8. 1Hz) , 7. 95 (2H, d, J=8. 8Hz) , 9. 07 (1H, t, J=5. 9H 
z), 9.62(lH,br. s). 

IR(KBr)cm-l: 3267, 1635, 1582, 1457, 1237, 1132, 755. 

[0156] nXBM 8 
N- (2-75 -4- [N- [4- (N, 

N-v^y^/v) 7^/^y^/w] r^yy^/v] 

XT 5 K (m~ 1 : {^4fe##3 6 ) 
mp. 216-219 e C(dec. ). 

1H NMR (270MHz, DMS0-d6) 6 ppm: 2.98(6H, s), 4. 51 (2H, 
d, J=5. 9Hz) , 4. 88 (2H, br. s) , 6. 60 (1H, dd, J=8. 1, 8. 1H 
z), 6.71(2H,d, J=8.8Hz), 6. 97(1H, dd, J=7. 3, 8. 1Hz) , 

7. 16(lH,d,J=7. 3Hz), 7. 41 (2H, d, J=8. 1Hz) , 7.78(2H,d, 
J=8. 8Hz) , 7. 93 (2H, d, J=8. 1Hz) , 8. 77 (1H, t, J=5. 9Hz) , 

9. 63 (1H, br. s). 

IR(KBr)cm-l: 3301, 1632, 1519, 1457, 1298, 754. 

[0157] mmm 9 

N- (2-75/7x^) -4- [N- (4 - hV7 

m- 1 : it^mm^4 2) 

mp. 243-246^C. 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 58 (2H, d, J=5. 9Hz) , 
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4. 88 (2H, br. s) , 6. 59 (1H, dd, J=6. 6, 7. 3Hz) , 6. 77 (1H, d, 
J=8. 1Hz) , 6. 94 (1H, dd, J=5. 9, 6. 6Hz) , 7. 16 (1H, d, J=8. 1 
Hz) , 7. 45 (2H, d, J=8. 1Hz) , 7. 88 (2H, d, J=8. 8Hz) , 7. 95 
(2H, d, J=8. 1Hz) , 8. 1 1 (2H, d, J=8. 1Hz) , 9. 38 (1H, t, J=5. 
9Hz), 9.64(lH,br. s). 

IR(KBr)cm-l : 3301, 1640, 1549, 1523, 1458, 1334, 1162, 11 
20, 1070, 856, 750. 
[0158] HJfc^J 1 0 
N- 7zil~jV) -4- [N— (4 

mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 58 (2H, d, J=5. 9Hz) , 
7. 29-7. 37 (3H, m) , 7. 49 (3H, d, J=8. 1Hz) , 8. 02-8. 06 (6H, 
m), 9. 36 (1H, t, J=5.9Hz), 10. 4(1H, br. s). 
IR(KBr)cm-l: 3432 (br. ), 1718, 1637, 1542, 1499, 1303 (b 
r.), 1116, 1018, 757. 

[0159] mm&\ 1 1 

N- (2 / 7x-;l/) -4- [N- (4 h*c 

:fl:£^##4 6) 
mp. 204-209^ (dec. ). 

1H NMR (270MHz, DMS0-d6) 6 ppm : 3.89(3H, s), 4.57(2H, 
d, J=5. 9Hz) , 4. 88 (2H, br. s) , 6. 60 (1H, dd, J=6. 6, 7. 3H 
z) , 6. 78 (2H, d, J=7. 3Hz) , 6. 97 (1H, ddd, J=l. 5, 6. 6, 7. 3H 
z) , 7. 16 (1H, d, J=7. 3Hz) , 7. 45 (2H, d, J=8. 1Hz) , 7. 95 (2 
H, d, J=8. 1Hz) , 8. 03 (2H, d, J=8. 8Hz) , 8. 07 (2H, d, J=8. 8H 
z), 9.35(1H, t, J=5.9Hz), 9. 64 (1H, br. s). 
IR(KBr)cm-l: 3287 (br. ), 1721, 1634, 1281, 1113, 750, 70 
3. 

[0160] mmw 1 2 

n- (2-r ^ / -4- (n- y y^f/U 

r^yy ?-;v) -<yxr ^ K (i£- 1 : ty^mm^ i 7 

3) 

mp. 173-178^ (dec). 

1H NMR (270MHz, DMSO-d6) 6 ppm: 4. 57 (2H, d, J=6. 6Hz) , 
4.88(2H,br. s), 6. 59 (1H, dd, J=7. 3, 8. 1Hz), 6. 77(lH,d, 
J=8. 1Hz), 6.96(lH,dd,J=7. 3,8. 1Hz), 7. 16(1H, d, J=7. 3 
Hz), 7.44(2H,d, J=8. 1Hz), 7. 60-7. 65 (1H, m), 7.93(2H, 
d,J=8. 1Hz), 7. 98-8.08(2H,m), 8. 67 (1H, d, J=4. 4Hz), 
9. 45 (1H, t, J=6. 6Hz) , 9. 61 ( 1H, br. s) . 
IR(KBr)cm-l: 3330, 1656, 1634, 1523, 1456, 1294, 752. 

[0161] MMM 1 3 
N- -4- [N — (6-^^/U 

^y^/v) y^/y ^ K (^- 1 : 

1 7 8) 
mp. 172-173^. 

1H NMR(270MHz, DMS0-d6) 6 ppm: 2.51(3H,s), 4.57(2H, 
d,J=6.6Hz), 5.0(2H,br. s), 6. 61 (1H, dd, J=7. 3, 8. 1Hz), 
6. 79(lH,d, J=7.3Hz), 6. 98(1H, dd, J=7. 3, 8. 1Hz), 7.17 



(1H, d, J=7. 3Hz) , 7. 44 (2H, d, J=8. 1Hz) , 7. 43-7. 49 (1H, 
m) , 7. 84-7. 90 (2H, m) , 7. 94 (2H, d, J=8. 1Hz) , 9. 27 (1H, 
t,J=5.9Hz), 9. 64(lH,br. s). 

IR(KBr)cm-l: 3331, 1675, 1634, 1594, 1523, 1454, 1307, 12 
92, 750. 

[0162] mumi 4 

n- (2 - T ^ /y^^/v) -4- (n-^^/ A- 
t%j*^M ^yxr-; K (^-l :4£&%>m%>7 

1) 

mp. 193-196^. 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4.58(2H,d), 4.88(2H, 
br. s), 6. 60(1H, t), 6.78(lH,d), 6.97(1H, t), 7.16(1 
H,d), 7.46(2H, d), 7.53(lH,dd), 7.95(2H, d), 8.24(1 
H,ddd), 8. 73(lH,dd), 9. 07(lH,d), 9. 32 (1H, br. t), 9. 
63 (1H, br. s) 

IR(KBr)cm-l : 3301, 1639, 1522, 1457, 1314, 749, 705. 

[0163] $mm 1 5 

N- -4- [N- (2-^^/U 

-zt^-y^su) 7>yyf;v] ^yXT^ K (^-1 : 
ft-frW** 14 1) 
mp. 191-194^ (dec. ). 

1H NMR (270MHz, DMS0-d6) 6 ppm : 2.53(3H, s), 4.53(2H, 
d,J=5.9Hz), 4. 88(2H,br. s), 6. 60 (1H, dd, J=6. 6, 8. 1H 
z) , 6. 78 (1H, d, J=7. 3Hz) , 6. 97 (1H, dd, J=7. 3, 8. 1Hz) , 
7. 17 (1H, d, J=7. 3Hz) , 7. 29 (1H, dd, J=5. 1, 8. 1Hz) , 7. 47 
(2H,d, J=8. 1Hz), 7. 77(lH,dd, J=l. 5, 8. 1Hz), 7.97(2H, 
d,J=8. 1Hz), 8. 51(lH,dd,J=1.5, 5. 1Hz), 9. 06(1H, t,J= 
5.9Hz), 9.64(lH,s). 
IR(KBr)cm-l: 3261, 1642, 1523, 1310, 753. 

[0164] $&&m i 6 

N- (2-7^/7x^/U) -4- [N- (6-^^/V 

-=l^/s(,v) r%; *^->v\ -<yX7; K m-i : 
it&tfam^i 4 3) 

mp. 186-190t:(dec.). 

1H NMR (270MHz, DMS0-d6) 6 ppm : 2. 36 (3H, s), 4. 56 (2H, 
d, J=5. 9Hz) , 4. 88 (2H, s) , 6. 60 (1H, dd, J=7. 4, 7. 8Hz) , 
6. 78 (1H, d, J=7. 8Hz), 6. 97 (1H, dd, J=6. 9, 6. 9Hz), 7. 16(1 
H, d, J=7. 4Hz) , 7. 37 (1H, d, J=8. 3Hz) , 7. 45 (2H, d, J=8. 3H 
z) , 7. 95 (2H, d, J=8. 3Hz) , 8. 13 (1H, dd, J=2. 0, 8. 3Hz) , 
8.96(1H, s), 9. 24 (1H, t, J=5. 9Hz), 9. 63 (1H, br. s) . 
IR(KBr)cm-l: 3302, 1636, 1602, 1523, 1489, 1457, 1313, 75 
1. 

[0165] mmm 1 7 

N- (2-7^7x^/1/) -4- [N — (2-^nn 
7^/yf^] -<>XT 5 K (it-1 : 
^^#-^1 5 4) 
mp. 176-178^ (dec. ). 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 54 (2H, t, J=5. 9Hz), 
4.90(2H,br. s), 6. 60 (1H, ddd, J=l. 5, 7. 3, 7. 3Hz), 6.78 
(1H, d, J=8. 1Hz) , 6. 97 (1H, ddd, J=l. 5, 7. 3, 7. 3Hz) , 7. 18 
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(1H, d, J=8. 1Hz) , 7. 48-7. 54 (3H, m) , 7. 94-7. 99 (3H, m) , 
8.49(lH,dd, J=2. 1, 5.1Hz), 9. 23 (1H, br. t, J=5. 9Hz), 9. 
65 <1H, br. s). 

IR(KBr)cm-l : 3264, 1649, 1524, 1400, 1309, 751. 

[0166] mmmi s 

N- (2-T 5 J 7x^;V) -4- [N- 

ffc^«b»*l 5 6) 
mp. 205-208^ (dec). 

1H NMR (270MHz, DMS0-d6) 6 ppm: 5. 57 (2H, d, J=5. 9Hz) , 

6. 60 (1H, dd, J=7. 3, 7. 3Hz) , 6. 78 (1H, d, J=8. 1Hz) , 6. 96 
(1H, dd, J=7. 3, 8.1Hz), 7. 16(1H, d, J=8. 1Hz), 7.45(2H, 
d,J=8. 1Hz), 7.66(lH,d, J=8. 8Hz), 7. 95 (2H, d, J=8. 1H 
z), 8.27-8. 32(lH,m), 8.90 (1H, d, J=2. 1Hz) , 9.38(lH,t, 
J=5.9Hz), 9.63(1H, s). 

IR(KBr)cm-l: 3318 (br. ), 2929, 1646, 1590, 1525, 1503, 14 
54,1108, 745. 

[0167] mmm 1 9 

N- (2-T^7x^;V) -4- (N->fy^3f/ 
18 3) 

mp. 234-237^ (dec. ). 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 57 (2H, t, J=5. 9Hz) , 
4. 88 (2H, br. s) , 6. 59 (1H, dd, J=6. 6, 7. 3Hz) , 6. 78 (1H, d, 
J=8. 1Hz), 6.96(lH,dd, J=7. 3, 7. 3Hz) , 7. 16 (1H, d, J=7. 3 
Hz), 7.45(2H,d, J=8. 1Hz), 7. 81 (2H, d, J=l. 5, 4. 4Hz), 

7. 95 (2H, d, J=8. 1Hz) , 8. 75 (2H, d, J=6. 6Hz) , 9. 41 (1H, t, 
J=5. 9Hz), 9.62(lH,br. s). 

IR(KBr)cm-l : 3298, 1646, 1550, 1525, 1457, 1304, 843, 76 
0, 695. 

[0168] mmm 2 0 

N- ( 2 — T 5; / 7^=-/^) -4- [N- (¥7i?>- 

- 1 : it^m^r 19 1) 
mp. 207\:(dec.). 

1H NMR (270MHz, DMS0-d6) 8 ppm: 4. 58 (2H, d, J=5. 9Hz) , 
4.88(2H,br. s), 6. 59(1H, dd, J=7. 3, 7. 3Hz), 6.77(lH,d, 
J=8. 1Hz), 6.94(lH,ddd,J=l. 5,7. 3,8. 1Hz), 7. 15(lH,d, 
J=7. 3Hz) , 7. 45 (2H, d, J=8. 1Hz) , 7. 93 (2H, d, J=8. 1Hz) , 
8.77(lH,d, J=1.5Hz), 8. 90(1H, d, J=2. 1Hz), 9.21(1H, 
s), 9.55-9.61(2H,m). 

IR(KBr)cm-l : 3368 (br. ), 1657, 1524, 1455, 1295, 1023, 75 
1. 

[0169] mmm 2 1 

N- ( 2 -T ^ y y^^.;v) -4- [N- i^yry 

(m-l :f^i#t2 0 1) 
mp. 202-205t:(dec.). 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 52(2H, t, J=5. 9Hz), 
4. 88 (2H, br. s) , 6. 60 (1H, dd, J=6. 6, 7. 3Hz) , 6. 78 (1H, d, 



J=8. 1Hz), 6. 97 (1H, dd, J=7. 3, 8. 1Hz), 7. 15-7. 18 (2H, 
m), 7.43(2H,d, J=8. 1Hz), 7. 78(1H, d, J=4. 4), 7.82(1H, 
d,J=3.7Hz), 7. 95(2H,d, J=8. 1Hz), 9. 12 (1H, br. t, J=5. 9 
Hz), 9.62(lH,br. s). 

IR(KBr)cm-l: 3306, 1633, 1523, 1456, 1297, 750, 716. 
[0170] MMW 2 2 

n- (2-r^y -7^~>v) -4- [n- [y^i/- 2 

1 : \\L^mm^ 2 0 5) 
mp. 197t:(dec.). 

[0171] 1H NMR (270MHz, DMS0-d6) 6 ppm: 4.59(2H, 
d,J=6.6Hz), 4.86(2H,br. s), 6. 59 (1H, dd, J=6. 6, 6. 6H 
z), 6.63(lH,dd, J=l. 5, 3. 6Hz), 6. 78(1H, d, J=8. 1Hz) , 

6. 96 (1H, dd, J=7. 3, 6. 6Hz) , 7. 10-7. 20 (2H, m) , 7. 41 (2H, 
d,J=8. 1Hz), 7. 84(1H, s), 7. 94(2H, d, J=8. 1Hz) , 9.00(1 
H,br.t,J= 5.9Hz), 9.62(1H, s). 

IR(KBr)cm-l: 3245, 1651, 1573, 1545, 1323, 1241, 745. 

[0172] mmm 2 3 

N- (2-T Z7:n~A0 -4- [N— (fc°n— ;V- 

2 -4 M ^?/^^r^/^f/>] ^yxr^K (^ 

- 1 : it^mm^2 0 9) 
mp. 216-220t:(dec.) 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 50 (2H, d, J=5. 9Hz) , 
4. 88(2H,br. s), 6. 10(1H, dd, J=2. 1, 5. 9Hz), 6. 59(lH,d 
d, J=7.3,7.3Hz), 6.77(lH,dd,J=1.5,8. 1Hz), 6.84-6.88 
(2H,m), 6.97(lH,ddd, J=l. 5, 7. 3, 8. 1Hz), 7. 16(lH,d,J= 

7. 3Hz) , 7. 41 (2H, d, J=8. 1Hz) , 7. 94 (2H, d, J=8. 1Hz) , 8. 
62 (1H, br. t, J=5. 9Hz) , 9. 62 (1H, br. s) . 
IR(KBr)cm-l: 3275, 1655, 1584, 1534, 1458, 1316, 747. 

[0173] mmm 2 4 

N- -4- [N- (1-^^/P 

- 1 H — — ;V— 2 — f/U) *;l/fel/T^^f 
/l/] ^<yX7^ K (m~ 1 : {£^#-§-2 1 0) 

mp. 177^179^ (dec). 

1H NMR (270MHz, DMS0-d6) 6 ppm : 3.84(3H, s), 4.46(2H, 
d,J=5. 9Hz), 4.88(2H,br. s), 6. 03 (1H, dd, J=2. 1, 4. 4H 
z), 6. 59(lH,dd,J=8. 1,8. 1Hz), 6. 77(1H, d, J=8. 1Hz), 
6.84-6.97(2H,m), 7. 16 (1H, d, J=7. 3Hz) , 7. 41(2H,d,J= 
8.1Hz), 7.93(2H,d, J=8. 1Hz), 8. 61 (1H, t, J=5. 9Hz), 9. 
62 (1H, br. s). 

IR(KBr)cm-l: 3325 (br. ), 1630, 1551, 1520, 1507, 1324, 12 
65,1154, 740. 

[0174] nmm 2 5 

N- (2-T^y7x^) -4- [n- uv**-^ 

5 K (i£-l : >fb^#-^2 1 2) 
mp. 183-185^ (dec). 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 53 (2H, d, J=6. 6Hz) , 
4. 89 (2H, br. s) , 6. 60 (1H, dd, J=7. 3, 7. 3Hz) , 6. 78 (1H, d, 
J=7.3Hz), 6.97(lH,dd,>7.3,8. 1Hz), 7. 12 (1H, d, J=2. 1 
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Hz), 7. 16(lH,d, J=8. 1Hz), 7. 44 (2H, d, J=8. 1Hz), 7.95 
(2H,d, J=8. 1Hz), 8.76(lH,d, J=1.5Hz), 9. 61 (1H, t, J=5. 
9Hz), 9. 64(lH,br. s). 

IR (KBr) cm-1 : 3278 (br. ) , 1636, 1576, 1522, 1458, 1220, 74 
9. 

[0175] mm 2 6 

N— (2 -T ^ / 7xnyl/) -4- [N- (3 -p^/V 
-fyf7/-^-5-^/U) *;l/sj?^7 5 7 
^xr^; k (^- 1 : 2 1 3) 

mp. 168-169^. 

1H NMR (270MHz, DMS0-d6) 6 ppm: 2.47(3H, s), 4. 54 (2H, 
d,J=5.9Hz), 4.89(2H,br.s), 6. 60 (1H, dd, J=7. 3, 7. 3H 
z), 6. 78(lH,d,J=7.3Hz), 6. 97 (1H, ddd, J=l. 0, 7. 3, 8. 1H 
z), 7. 17(lH,d, J=7.3Hz), 7. 44 (2H, d, J=8. 1Hz) , 7.73(1 
H, s), 7. 96(2H,d, J=8. 1Hz), 9. 44 (1H, t, J=5. 9Hz) , 9.64 
(1H, br. s). 

IR(KBr)cm-l : 3310, 1637, 1503, 1294, 751. 

[0176] nmw 2 7 

n- {2-t ^ ; -7 -4- [n— u $ yy— 

,1—4 — (/v) ^/i/^/vr^y^f^] ^yX7^ K 

«-l 2 1 4) 

mp. (amorphous). 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 49 (2H, d, J=6. 4Hz) , 

4. 87 (2H, br. s) , 6. 59 (1H, dd, J=6. 9, 6. 9Hz) , 6. 77 (1H, d, 
J=6. 9Hz) , 6. 96 (1H, dd, J=7. 4, 7. 4Hz) , 7. 16 (1H, d, J=6. 9 
Hz), 7.41(2H,d, J=6.9Hz), 7. 64 (1H, br. s), 7.73(lH,b 
r. s) , 7. 92 (2H, d, J=6. 9Hz) , 8. 56 (1H, br. t, J=6. 4Hz) , 
9.6K1H, s), 12.5(lH,br. s). 

IR (KBr) cm-1 : 3278 (br. ) , 1636, 1576, 1522, 1458, 1220, 74 
9. 

[0177] mmm 2 s 

N- (2-7;/7x^/V) -4- [N- ( 3 — T ^ / 

y^^/v) T^tvy^j -<yX7; K (^- 

1 : 2 3 <D\Y&W) 

mp. 171-176^ 

1H NMR (270MHz, DMS0-d6) 8 ppm: 4. 34 (2H, d, J=5. 9Hz) , 

5. 24(4H,br. s), 6. 48-6. 63 (4H, m), 6. 78-6. 81 (1H, m), 

6. 94-7. 00 (2H, m) , 7. 18 (1H, d, J=8. 1Hz) , 7. 34 (2H, d, J= 
8.1Hz), 7.92(2H, d,J=8. 1Hz), 8. 50 (1H, t, J=5. 9Hz) , 9. 
61 (1H, s). 

[0 17 8] mffi.M2 9 
N- (2-7^/7i^) -4- [n- (t°y 
3— f/u) T-t^JVT^S -<yX7-; K (^- 

1 :ft*W*7 4) 
mp. 127^. 

1H NMR (270MHz, DMS0-d6) 6 ppm: 3.84(2H, s), 4.40(2H, 
d, J=5. 8Hz) , 7. 15-7. 29 (3H, m) , 7. 37 (1H, d, J=6. 6Hz) , 

7. 43 (2H, d, J=8. 8Hz) , 7. 96 (1H, m) , 7. 98 (2H, d, J=8. 8H 
z), 8. 40(lH,d, J=8. 8Hz), 8. 79-8. 87 (3H, m), 10.20(1H, 
s). 



[0179] mmm 3 0 

N- (2-T^/y^^/^) - 4 - [N- [3- (t°y 
3 --Y/V) fc^^/i/) 7^yf/V] **VX 
T S K 1 : ft*l»*7 5©ft^lfc) 

mp. 183-186^. 

1H NMR (270MHz, DMS0-d6) 6 ppm: 2. 51 (2H, t, J=7. 3Hz), 
2.88(2H,d, J=7. 3Hz), 4. 31 (2H, d, J=5. 9Hz) , 4.89(2H,b 
r. s), 6.60(1H, dd,J=7.3,8. 1Hz), 6. 78 (1H, d, J=8. 1Hz), 
6. 97 (1H, ddd, J=l. 5, 7. 3, 8. 1Hz) , 7. 16 (1H, d, J=8. 1Hz) , 
7.23(2H, d, J=8.8Hz), 7. 28-7. 33(1H, m), 7.63(lH,d,J= 
8.1Hz), 7.89(2H,d, J=8. 1Hz), 8. 41-8. 45 (3H, m), 9.62 
(1H, br. s) . 

IR (KBr) cm-1 : 3407, 3313, 1640, 1552, 1522, 1456, 1309, 74 

6, 717. 

[0180] mmm 3 1 

n- (2~T^yy^^/^) -a- [n- [4- (try 
-1, 7^/y 

*f-,V\ -<yX7^ K (£?- 1 : it^mm^l 0 O) 
mp. 145-147^ (dec). 

1H NMR (270MHz, DMS0-d6) 6 ppm: 2. 37-2. 50 (2H, m) , 2.6 
2-2. 68 (2H, m) , 4. 13 (2H, s) , 4. 86 (2H, s) , 6. 56-6. 61 (1 

H, m), 6. 76-6.79(lH,m), 6. 94-6. 99(1 H, m), 7.10-7.39 
(4H,m), 7.43-7.46(lH,m), 7. 78 (2H, d, J=8. 1Hz) , 8.60- 
8.64(lH,m), 9. 58 (1H, s). 

IR (KBr) cm-1: 3348, 1691, 1655, 1534, 1508, 1458, 1395, 131 
5, 1083, 746. 

[0181] %mm 3 2 

N- (2-T* Sy^^/ls) -4- [N— (5-^nn 

try 3 — ( M t=3r^7tf;u7^yyf^] ^< 

^VT ? K 1 : it&mm^ 15 8) 

mp. 199-20m 

1H NMR (270MHz, DMS0-d6) 8 ppm: 4. 43 (2H, d, J=6. 6Hz) , 
4.75(2H, s), 4. 87(2H,br. s), 6. 60(1H, dd, J=7. 3, 8. 1H 
z) , 6. 78 (1H, d, J=8. 1Hz) , 6. 97 (1H, dd, J=7. 3, 8. 1Hz) , 

7. 16 (1H, d, J=8. 1Hz) , 7. 37 (2H, d, J=8. 1Hz) , 7. 59 (1H, d, 
J=2. 2Hz) , 7. 93 (2H, d, J=8. 1Hz) , 8. 25 (1H, d, J=l. 5Hz) , 
8.8K1H, t, J=6.6Hz), 9.64(1H, s). 

IR (KBr) cm-1: 3288, 3058, 1675, 1633, 1523, 1457, 1314, 91 
2, 755. 

[0182] mmm 3 3 

n- (2— T^y — 5— ^ h^v^^n/W) -4- [N 
- (fy 3 — JlV) t^7^f;V7^y^f 

/u] ^<yX7>; K «- 1 : 1 7 5) 

mp. 141-144^. 

1H NMR (270MHz, DMS0-d6) 8 ppm : 3.66(3H,s), 4.43(2H, 
d,J=5.9Hz), 4.49(2H,br. s), 4. 68 (2H, s), 6.62(lH,dd, 
J=2. 9, 8. 8Hz) , 6. 75 (1H, d, J=8. 8Hz) , 6. 91 (1H, d, J=2. 2H 
z), 7.37(4H,m), 7. 92 (2H, d, J=8. 8Hz) , 8. 21 (1H, dd, J= 

I. 5,4.4Hz), 8. 35(lH,d,J=2. 7Hz), 8.81(lH,s), 9.65(1 
H, s). 
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[0183] 3 4 

N — (2-7^7x^;V) -4- [N- [3- (t?y 
v>>- 3 — f ^) -1, 3— £*at-*y:/nl*/l/] T ^ / 

^yX7>; K 1 : ^^3#^9 8) 
mp. 204-206^. 1 H NMR (2 7 0MHz, DM S 
O - d 6 ) 6 ppm: 4. 08 (4/3H, s) , 4. 39 (4/3H, d, J=5. 9H 
z), 4.49(2/3H,d, J=5.9Hz), 4. 90 (2H, br. s) , 5.93(1/3 
H, s), 6. 60(lH,t, J=7. 3Hz), 6. 78(1H, d, J=8. 1Hz), 6.97 
(1H, t, J=7. 3Hz) , 7. 16 (1H, d, J=7. 3Hz) , 7. 3-7. 7 (3H, m) , 
7.8-8. 4 (3H,m), 8. 6-9. 2 (3H, m) , 9.64(1H, s), 14.74(1 
/3H,s). (2 : l<D5mU&%>) 

IR(KBr)cm-l:3282, 1690, 1645, 1527, 1421, 1314, 1217, 102 

8, 994,911,753, 701. 

[0184] mmm 3 5 

N- (2-7-; yy^^~/V) -A- [N- [N- (try 
v>V- 3—^40 7;/7tf/U] 7^/yf/H -O' 
X7-; K (^-1 :|^Mf9 6) 
mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 8 ppm: 3. 77 (2H, d, =6. 6Hz) , 
4.37(2H,d, J=5.9Hz), 4. 87 (2H, br. s) , 6. 27 (1H, t, J=5. 9 
Hz), 6.60(lH,dd, J=7. 3,7. 3Hz), 6. 78(1H, d, 7. 3Hz) , 6. 
87(1H, d,J=8. 1Hz), 6.96(1H, dd, J=7. 3, 8. 1Hz), 7.09(1 
H,d, J=4.4Hz), 7. 12(lH,d, J=4.4Hz), 7. 16(1H, d, J=8. 1H 
z), 7. 33(2H,d, J=8.8Hz), 7. 81 (1H, d, J=4. 4Hz) , 7.91(2 
H,d, J=7.3Hz), 7.99(lH,d, J=2.9Hz), 8. 59(1H, br. t, J= 
5.1Hz), 9.63(lH,br. s). 

IR(KBr)cm-l:3350, 1658, 1525, 1502, 1314, 750. 

[0185] m&w 3 6 

N- (2-7;/7x^/V) -4- [N — (2-T 
f7/^-4-^;V) Tir^/UT^ / 'O'X 

k m- 1 : ^^#^-2 2 0) 

mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 6 ppm : 3. 34 (2H, s), 4.35(2H, 
d,J=5. 9Hz), 4.87(2H,s), 6. 25(1H, s), 6. 59(1H, dd, J- 
7.3,7. 3Hz), 6. 78(lH,d,J=7. 3Hz), 6.87(2H,s), 6.96(1 
H, dd, J=7. 3, 7. 3Hz) , 7. 16 (1H, d, J=7. 3Hz) , 7. 37 (2H, d, J 
=8. 1Hz), 7.93(2H,d, J=8. 1Hz), 8. 44(1H, t, J=5. 9Hz), 

9. 62 (1H, s). 

[0186] mmm 3 7 

N- (2-7^/7xx;V) -4- [N- (^r/!)y- 
6 — ( M i3;Vi?,~;VT % / * ^VV] ^^X7 ^ K (^ 
- 1 : 4t&mm^r2 3 1) 
mp. 209-210°t:. 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 62 (2H, d, J=5. 9Hz), 
4.88(2H, s), 6.60(1H, t,J=7. 7Hz), 6. 78 (1H, d, J=7. 3H 
z), 6. 95(lH,d,J=7. 3Hz), 7. 17 (1H, d, J=7. 3Hz), 7.49(2 
H, d, J=8. 8Hz) , 7. 62 (1H, dd, J=4. 4, 8. 1Hz) , 7. 96 (2H, d, J 
=8. 8Hz) , 8. 10 (1H, d, J=8. 8Hz) , 8. 23 (1H, dd, J=2. 2, 8. 8H 
z), 8. 38(lH,m), 8. 49 (1H, d, J=8. 1Hz), 8. 58(lH,s), 8. 
99(1H, s), 9.64(lH,s). 



IR(KBr)cm-l:3301, 1640, 1614, 1545, 1496, 1312, 910, 853, 
745. 

[0187] mmm 3 s 

N- (2-T ^ yyzn ^;V) -4- [N- (7n [3, 

2- b] KjViSzLjVTH/ 

>v\ ^<yX7-; k (m- 1 : \\L^mm^2 3 3) 

mp. 191^ (dec. ). 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 58 (2H, d, J=5. 9Hz) , 
4.88(2H, s), 6. 57-6. 62(lH,m), 6. 76-6. 79 (1H, m), 6.93 
-6.99(lH,m), 7. 15-7.25(lH,m), 7. 45-7. 52 (3H, m) , 7.7 
4 (1H, s) , 7. 95 (2H, d, J=8. 1Hz) , 8. 13 (1H, d, J=8. 8Hz) , 

8. 63 (1H, d, J=3. 7Hz) , 9. 54 (1H, t, J=5. 9Hz) , 9. 64 (1H, 
s). 

IR(KBr)cm-l:3406, 1662, 1529, 1507. 1420, 1313, 1209, 113 

9, 1170,1139, 924, 741. 

[0188] mmm 3 9 

N— -4- [N- (7D [2, 

3- c] \fVi>^-2-^/V) j3?Vi$~)VT 
;V\ -O-XX^ K m~ 1 : {£&V0& J %-2 3 4) 
mp. 210^ (dec. ). 

1H NMR (270MHz, DMS0-d6) 5 ppm: 4. 58 (2H, J=6. 6Hz) , 4. 
87(2H,s), 6.57-6.62(lH,m), 6. 76-6. 79 (1H, m) , 6.93- 
6.99(lH,m), 7. 14-7. 17(lH,m), 7. 47 (2H, d, J=8. 1Hz), 
7. 66 (1H, s) , 7. 82 (1H, d, J=4. 4Hz) , 7. 96 (2H, d, J=8. 1H 
z), 8.48(lH,d, J=5. 1Hz), 9.06(lH,s), 9. 60-9. 64 (2H, 
m). 

IR(KBr)cm-l:3320, 1653, 1632, 1598, 1457, 1424, 1308, 118 
7, 1033, 853, 749. 

[0 18 9] MMW4 0 
N- (2-fc Kn^r^7x^/U) -4- [N- [3 - 

(try ^>--3 — (/v) ^nt^yv] T*/*^/u] 
-O-XX ^ K (m- 1 : 1k&to&*$r 12 5) 
mp. (amorphous) . 

1H NMR (270MHz, CD30D)6ppm: 2. 61 (2H, t, J=7. 3Hz), 3. 
00 (2H, t, J=7. 3Hz) , 4. 39 (2H, s) , 7. 04 (1H, ddd, J=l. 5, 8. 
1, 8. 1Hz) , 7. 25 (2H, d, J=8. 1Hz) , 7. 33 (1H, dd, J=5. 1, 8. 1 
Hz) , 7. 69 (1H, d, J=8. 1Hz) , 7. 85 (2H, d, J=8. 1Hz) , 7. 86 
(1H, d, J=8. 1Hz) , 8. 41 (2H, br. s) . 

IR (neat) cm-1: 3276, 1645, 1614, 1536, 1509, 1435, 1415, 13 
85, 1333, 1280, 1247, 1091, 737. 

[0190] m&m 4 1 

N- (2-b Kn^'>7x-;W) -4- [N- (fc°lJv> 
^-3 — sf*i/T±^/uT*S -OXX 
^ K : ft«4fc#*9 3) 

mp. (amorphous) . 

1H-NMR (270MHz, DMS0-d6) : 4. 43 (2H, d, J=6. 6Hz) , 4. 69 (2 
H,s), 6.83(1H, t, J=6.6Hz), 6. 91 (1H, d, J=8. 1Hz), 7.68 
(1H, d, J=6. 6Hz) , 7.82(2H,d, J=8. 1Hz), 8. 21 (1H, d, J=4. 
4Hz), 8.35 (lH,d, J=2.2Hz), 8. 81 (1H, t, J=6. 6Hz) , 9.4 
8(lH,s), 9.75(lH,s). 
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IR(KBr)cm-l:3399, 1664, 1535, 1236, 1064. 

[0191] mmmi 2 

N- (2-fc Kb*V7x=^) -4- [N- (t 8 y 

(*-l 1 1 7) 

mp. 201-202 C C. 

1H NMR (270MHz, DMS0-d6) 6 ppm: 3.56(2H, s), 4.37(2H, 
d,J=5. 9Hz), 6.83(lH,ddd,J=l. 5,8. 1,8. 1Hz), 6.92(1H, 
br. d, J=8. 1Hz), 7. 03 (1H, ddd, J=l. 5, 8. 1, 8. 1Hz), 7. 34(1 
H, dd, J=3. 7, 8. 1Hz) , 7. 37 (2H, d, J=8. 1Hz) , 7. 70 (2H, d, J 
=8. 1Hz), 7. 91(2H,d, J=8. 1Hz), 8. 45 (1H, br. d, J=3. 7H 
z), 8.49(1H, s), 8. 73 (1H, t, J=5.9Hz), 9.47(1H, s), 9. 
73 (1H, br. s). 

IR(KBr)cm-l:3272, 3067, 1661, 1647, 1598, 1536, 1455, 133 
4, 1288,1194, 1024, 742. 
[0 19 2] HffiftU 3 

n- zr^—M -4- [n- (t°y 

^-^i^r-fe^/v-N- [3- (t 0 D^>--3 

1 g l) 

mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 6 ppm: 1. 77-1. 93 (2H, m), 2.5 
0-2. 63 (2H, m) , 3. 16-3. 30 (2H, m) , 4. 63 (1. 2H, s) , 4. 71 
(0.8H, s), 4.88(1.2H, s), 4. 95 (0. 8H, s) , 5.05(2H, s), 
6. 57-6. 63 (1H, m) , 6. 77-6. 79 (1H, m) , 6. 94-7. 00 (1H, m) , 

7. 11-7. 42 (5H, m) , 7. 58-7. 64 (1H, m) , 7. 92-8. 02 (2H, m) , 

8. 15-8.43(5H,m), 9. 65 (0. 6H, s) , 9. 69 (0. 4H, s) . ([U 

[0193] mmm 4 a 

N — (2-T^/7x^;V) -4- [N-^A'-N- 

(t°y v?^- 3 — (M i^vrt^] r^/y^vw 
^xr^ k m- 1 : ft-&*#*9 2) 

mp. 117-120^. 

1H NMR (270MHz, DMS0-d6) 6ppm: 2.84 and 2. 99 (total 
3H,s), 4.60 and 4. 69 (total 2H, s), 4. 90 (2H, br. s) , 
4. 99 and 5. 08 (total 2H, s) , 6. 60 (1H, dd, J=7. 3, 8. 1H 
z), 6. 78(lH,d, J=8. 1Hz), 6. 97 (1H, dd, J=7. 3, 7. 3Hz) , 
7. 16 (1H, d, J=7. 3Hz) , 7. 30-7. 43 (4H, m) , 7. 95 and 8. 01 
(total 2H, d, J=8. 1Hz) , 8. 17 (1H, d, J=4. 4Hz) , 8. 31 (1H, 
d, J=2. 9Hz) , 9. 65 and 9. 68 (total 1H, br. s) . (HJ^^ 

IR(KBr)cm-l:3298, 1665, 1501, 1425, 1310, 1276, 1254, 107 
8, 799, 746, 703. 

[0194] mmm 4 5 

N- (2 -T * y -7^=^;V) -4- [N- (t°y i/V- 

1 : 9 5) 

(45-1) N- (b°y ^^-3— fAO 5 V 

ixf/Uxxr/V3 8 8mg (2mmol) fcllJfe^Jl 
(7)X^(l-4) ttft&*l<fcfl:'S4fe6 3 8mg (2mm 



ol) Sr^y— ;W:i8)!H, 4 0-50tl:2. 51$ 

Bl^xf^x-f/l/3m 1 "C^bfCo »&*xfcftfi«r 
N- [2- (N- t e r t h ^yfr/WK— 

yu) t%/7^~j^\ -4- [n- (try^v-3 — r 
aO ^t^ywr^y^^] ^yxr-; F7 2 4m 

g (lRSp7 4%) &»fc 0 

1H NMR (270MHz, DMS0-d6) 6 ppm : 1.44(9H, s), 4.49(2H, 
d,J=5.9Hz), 7. 10-7. 30(2H,m), 7. 35-7. 57 (5H, m) , 7.93 
(2H, d, J=8. 1Hz) , 8. 21 (1H, br. d, J=5. 1Hz) , 8. 35 (1H, dd, 
J=1.5,5. 1Hz), 8. 68(lH,br. s), 9. 00 (1H, d, J=2. 9Hz), 
9. 70 (1H, t, J=5. 9Hz) , 9.82(1H, s), 10. 98 (1H, br. s). 
[0195] (45-2) Xfi (45-1) <D\t&*fo 
7 2 0mg^^;-/l'8ml»U 4&5©&&- 

= l/lt«BIU l^2 8 0mg^fc, 
mp. 254-258^ (dec.) 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 67 (2H, d, J=5. 9Hz) , 
4. 89 (2H, br. s) , 6. 59 (1H, dd, J=7. 3Hz) , 6. 77 (1H, d, J=8. 
1Hz) , 6. 97 (1H, dd, J=6. 6, 7. 3Hz) , 7. 16 (1H, d, J=8. 1Hz) , 
7. 38-7. 44 (1H, m), 7. 43 (2H, d, J=8. 1Hz), 7. 95 (2H, d, J= 
8.1Hz), 8. 18-8. 24(lH,m), 8. 34(1H, dd, J=l. 5, 4. 4Hz), 
9. 00 (1H, d, J=2. 1Hz) , 9. 63 (1H, s) , 9. 69 (1H, br. t, J=6. 6 
Hz), 10.97(lH,br. s). 

IR(KBr, cm-1) :3312, 3270, 1663, 1636, 1521, 1312, 1296, 10 
19 

[0 19 6] M1foM4 6 
N- (2 — T 5 /7i^) -4- [N- (h°!J v^V- 
3 — ^^Ttf/wr^/^f^] -<yX7^ K 

(^-1 : fb-Wfc##6 1) 

(4 6-1) ^ftthyj'A (6 0%W» 
0. 22g (5. 5mmo 1) CODMF (2ml) MM 
3-tKD^t°y^0. 4 8g (5. Omm 
ol) ©DMF (2ml) ^SrlltlT LfcS, 1 

Bttt 8 1ml (5. 5 

mmo 1) SrJnx., **TT? 1 «fM> *»T?2>MBSH* 

A : fffflfcu^vl^ 5 : 1) 3- 
t o y ^Aof-^S/ftift t e r t -^^/l^jx-r/VO . 3 
4g (W3 2. 5%) ^MiWtltffco 
1H NMR (270MHz, CDC13)6ppm: 1.49(9H, s), 4.56(2H, 
s), 7. 18-7.24(2H,m), 8. 26 (1H, dd, J=l. 5, 3. 6Hz), 8.32 
(1H, d, J=2. 9Hz) . 

[0197] (46-2) X3M (46-1) <Dik&%0 
0. 1 4 g (0. 6 7 mmo 1 ) O^nn^ (2 
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ml) hV 7^oB»2m 1 <£r*D;iTSfi-C3 

9, 3 -tfy ^/Vt^VifK h y 7;i/tnSKt 0 . 1 
5g (JRSP8 3. 8%) &&kn&mfct LT#fc 0 
1H NMR (270MHz, DMS0-d6) 5 ppm : 4.86(2H, s), 7.57(1H, 
dd, J=4. 4, 8. 1Hz) , 7. 67 (1H, ddd, J=l. 5, 1. 5, 8. 8Hz) , 8. 3 
l(lH,d, J=5. 1Hz), 8.46(lH,d, J=2. 1Hz), 13.00(lH,br. 
s). 

[0198] (46-3) It (46-2) <Dik&%0 
lOOmg (0. 3 7mmo 1) ioi^IiMl^Ii 
(1-4) r#^fcf^2 5 5mg (0. 75mm 

0 1) <D-J?nxi*5l/ (5ml) iW:hyxf/l/ 
T^>0. 14ml (1. Ommol) SrflPx^ SkftL 

^^P7^Kl40mg (0. 8 3mmo 1 ) <Oi/# 
nny^V (6ml) *«SriPx. *fi*-C#fi*** 

[0 19 9] «*, *«t 

"77 4— ^ ^ 7 1 0:1) -e«M 

N- [2- (N-ter t -^f^> 

^7/^^/v) r^y^^/v] -4- [n- (t°y i>>- 
- 3 --</>) ^ixr-fe^r ? y y "f-M 

KO. 37g O^fiftj) Sr«feM«tUtftfc 9 
mp. 154-155^ 

1H NMR (270MHz, CDC13)6ppm: 1. 52 (9H, s), 4.62(2H, 
s), 4. 63(2H,d, J=7.3Hz),6. 76(lH,br. s), 6.90-7.00(1 
H,br.s), 7. 15-7.35(5H,m), 7. 40 (2H, d, J=8. 1Hz) , 7. 82 
(1H, d, J=8. 1Hz) , 7. 95 (2H, d, J=8. 1Hz) , 8. 32 (1H, dd, J= 
2.1,4.4Hz), 8. 37(lH,d, J=2. 8Hz), 9. 20 (1H, br. s). 
[0 2 0 0] (46-4) XM (4 6-3) <Di£&tfo 

1 7 5mg (0. 3 7 mm o 1 ) <D is (2 m 

i) -y^y — >\> (2mi) mm^. 4asi»-^ 
(2mi) &MKxmux*2mmmwL'tz 0 ma 

icy *y— /W3<fct^>r v^n tr/vcc— f;v^x., flf 
fflUfcH**«», W5^i:ia!3, N— (2-T 
5 /7x^) -4- [N — (t°y^- 3 — TA-) * 

^m/vr^y^f/i/] -<yxr^ K9 0mg m 

$64. 6%) tVXntZo 
1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 42 (2H, d, J=5. 9Hz) , 
4.69(2H, s), 4.89(2H,br. s), 6. 59 (1H, dd, J=7. 3, 8. 1H 
z), 6. 78(lH,d, J=8. 1Hz), 6. 97 (1H, dd, J=6. 6, 7. 3Hz), 

7. 16(lH,d,J=7.3Hz), 7. 33-7. 39(4H,m), 7.92(2H,d,J= 

8. 1Hz) , 8. 21 (1H, dd, J=l. 5, 4. 4Hz) , 8. 35(1H, d, J=2. 9H 
z), 8. 80(lH,br. t, J=5. 9Hz), 9. 63 (1H, br. s). 
IR(KBr)cm-l: 3307, 1672, 1631, 1523, 1456, 1429, 1269, 12 



31, 803, 756. 

[0201] mmm4 7 

N- (2-75/7x^;V) -4- [N- [2- (t°y 

^X7>; K (^-4 3) <D&& 

[0 2 0 2] (47-1) *mit-r hV £A (6 0% 
ifijRSRJB) 1. 20 g (3 0. Ommol) Offcj^DM 

f (lomi) wc, iiat3-tKD^yi; 

^2. 8 5 g (3 Ommo 1 ) W^lDMF (10m 

i) mm** o^T^^si^tcb/^s^^Tufc 

l^t^^-^^^o^* t e r t 
;l/x^f^6. 28 g (3 Ommol) O^iDMF 
(1 0ml) *«&#*lC«TLfc«, KWCJM&S 

*ftASfe4i*iiB«*Lfc. mfcmw7k&mx.x*pftviz 

/U=2 : 1) ■CKlStS^ *K:J:!3 2- (t°y v^-3 
-><^) ^-*^^ntr^->» t e r t - ^^vl^^x 
/V 4. 15g (W6 2%) Sr*ftS«fttU# 

lH-NMR(270MHz, CDC13)Sppm: 1.44(9H,s), 1.61(3H,d, 
J=7.3Hz), 4.66(lH,q, J=7. 3Hz), 7. 13-7. 23 (2H, m) 8.24 
(1H, dd, J=l. 5, 4. 4Hz) , 8. 29 (1H, d, J=2. 1Hz) . 
[0203] (4 7-2) It (4 7-1) f#fdk 

1 . 6 5 g (7. 4mmo 1) (D^nn^y 
(9ml) *»IC3 O^TSrft^^^b-C h y ^/W^ 
(9ml) SriDx.fc«, ^m^8R#IW*#Lfco 

Wlta#m ^t?»r tic J: 9 2- (trys^ 

1. 86 g (IR*4 3. 5%) &ffl&&m#bl,X» 
fc 0 

1H-NMR (270MHz, DMS0-d6) 8 ppm: 1. 53 (3H, d, J=6. 6Hz) , 
5. 12(lH,q, J=6. 6Hz), 7. 60-7. 75 (2H, m), 8. 35 (1H, d, J= 
5.1Hz), 8.47(lH,s), 12. 9 (1H, br. s). 

[0204] (47-3) am (4 7-2) xntiit 

&%0O. 9 8 g (3. 5mmo 1 ) , SUfiMl^XS 
(1-4) t«^l. 02g (3. Ommol) 
^nc^y (2 0ml) bV=^ 
f^T^yi. 3ml (9. Ommol) $r^Px.7k^b 
fc 0 tK^T. 2-^nn-i, 3-^f;W^^/y 
x^A^D7-f KO. 59g (3. 5mmo 1 ) <0*J9 
uu**y (5ml) WKSriBTLfc*. £ b Id 2 ^ 

U-C#fc»Bt*r 5/ y * ^A-* *7J*trL^y7?7s 

- (Mx^ : y * y -/I— i o:i) -cfitK-rs;: 

9 N- [2- (N-ter t W7/M<~ 
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/VT S / ) 7=r.~/W] -4- [N- [2- (Wi?^- 
3 — i >v) ir^^zfn f^/v] r ^ y y ^/v] 'OX 

tski. 64 g ^i, 3-^y^w- 2-w^*vy 

1H-NMR (270MHz, CDC13) 6 ppm: 1.51 (9H, s) , 1. 64 (3H, d, 
J=7. 3Hz) , 4. 54 (2H, m) , 4. 78 (1H, q, J=6. 6Hz) , 6. 87 (2H, b 
r. s), 7. 13~7.30(6H,m), 7. 81 (1H, d, J=7. 3Hz), 7. 90 (2H, 
d,J=8. 1Hz), 8.29(lH,dd,J=l. 5,4.4Hz), 8.33(lH,d,J= 
2.1Hz), 9.22(lH,br. s). 
[0 2 0 5] (47-4) (4 7-3) -C#fc{b 

6 4g^mtV (10ml) -y^y — A- 

(4ml) fcWBUfc. ^T4j»0ffl-^*fy 
(10ml) Sr^Dx., 2«FIHM»bfc. SfrMWzK 

n— (2-r^y^ 
o.^/v) -4- [n- [2- — r/u) 
3^>] ^n^/vr^y^f/v] +oxr ^ ko. 7 

lg (2stepst«60. 5%) 

[0 2 0 6] mp. 171-173^: (dec. ) . 
1H-NMR (270MHz, DMS0-d6) 6 ppm: 1. 51 (3H, d, J=6. 6Hz) , 4. 
36(2H,d,J=5.9Hz), 4. 89 (2H, br. s) , 4. 90 (1H, t, J=6. 6H 
z), 6.60(lH,dd, J=6. 6, 7.3Hz), 6. 78 (1H, d, J=8. 1Hz), 
6. 97 (1H, dd, J=6. 6, 7. 3Hz) , 7. 15 (1H, d, J=7. 3Hz) , 7. 27 
(2H, d, J=8. 1Hz) , 7. 33-7. 37 (2H, m) , 7. 89 (2H, d, J=8. 1H 
z) , 8. 21 (1H, dd, J=2. 9, 2. 9Hz) , 8. 32 (1H, d, J=l. 5Hz) , 
8. 82 (1H, t, J=5. 9Hz) , 9. 63 (1H, br. s) . 

[0 2 0 7] HJfcflN 8 

n- y 7^=-,v) -4- [n- (tl^y- 

3 — y h **y*^#=/i/r ^ y y fvw] ^<yxr 
^ K i : it^m-^s 2) 

(48-1) 3-t°!i ^ y — )V 3 8 4 m g 

(3. 5 2mmol) S:5ml^iTHFMU 
N, N' ^ y y-;V5 2 3 m g (3. 

2 2mmol) *r 1 RSKSt#Lfc«, H 

Jifefll 1 C0X=H (1 -4) (Ofc&mi. 0g (2. 9 3m 
mol) Of£iTHF^6mlttifc 0 
[0 2 08] ffiai*— ^OfteSL ^ t2 n tfvl-A 100m 
1 ZMx., TfC 2 0 m 1 -C 3 bfCo o^-Cttftl*& 

«J£©*«, ^ #^#7***^^:7^-- (^ 

nosjvi/A : y ^y— /l-=3 0:1) -e»» U N- 
[2- (N-ter t-^F^/V^) T ^ y :7 
-4- [N— (b°i;^^-3 — fAO 

a^t ^ y y ^] -<yX7 ^ Ki. 27 g Srr 

1H NMR (270MHz, CDC13)6ppm: 1.51(9H,s), 4.45(2H,d, 
J=5.9Hz), 5. 16(lH,s),7. 10-7. 50(7H, m) , 7.70(lH,d,J= 



8.1Hz), 7.80(lH,d, J=7.3Hz), 7. 93 (1H, d, J=8. 1Hz), 8. 

57(lH,d, J=4.4Hz), 8.63(1H, s), 9. 17 (1H, s). 
[0 2 0 9] (48-2) It (4 8-1) (Oj^ 
1. 2g (2. 8 mm o 1 ) £y ? y — ;V 1 0 m \\Z.%& 

ML-t-o 4lM-v ! WyM2 0ml zmzL. 

i . 5 mm ufco m*mt~t hvv 

Ul*>t*fc«* ^nn^A6 0mlt3[HlifflUc e ft 
»***C"C2liia3JMI, **S»^*$/*A^*« 

U Ifito. 8 8 g o»M»fco o^-e^^y- 
6m 1 -efttg&&ff\/\ N- (2-T^y^o:^ 

zv) -4- [n- (ey v^— 3 — wvio y h^^/u 

fevr;/^^] ^yXr?K6 6 8mg (IR*7 
3%) Sr#fc e 

[ 0 2 1 0 ] mp. 159-160^. 
1H NMR (270MHz, DMS0-d6) 6 ppm : 4. 28 (2H, d, J=5. 9Hz) , 
4. 86 (2H, s) , 5.10 (2H, s) , 6. 60 ( 1H, t, J=7. 3Hz) , 6. 78 (1 
H,d, J=7Hz), 6.97(lH,t, J=7Hz), 7. 17 (1H, d, J=8Hz) , 7. 
30-7. 50 (3H, m) , 7. 78 ( 1H, d, J=8Hz) , 7. 93 (2H, d, J=8Hz) , 

8.53(lH,d, J=3. 7Hz), 8.59(1H, s), 9.61(1H, s). 
IR(KBr)cm-l: 3295, 1648, 1541, 1508, 1457, 1309, 1183, 74 
2. 

8 7<nfc&m&&I&^±o KTfc, ik<&$0CDM& (m 
p. ) , ih NMR. iROSIjaBSr^-To 

[0211] mMW4 9 
N- (2 -7^/7x^/1/) -4- [N- ('O'SM'J*- 

1 : 1) 
mp. 174-178^. 

1H NMR(270MHz, DMS0~d6) 6 ppm: 4. 28 (2H, d, J=5. 9Hz) , 
4. 89 (2H, br. s) , 5. 06 (2H, s) , 6. 59 (1H, dd, J=7. 3, 8. 1H 
z), 6. 78(lH,d, J=8. 1Hz), 6. 97 (1H, dd, J=7. 3, 8. 1Hz) , 
7. 16 (1H, d, J=7. 3Hz) , 7. 30-7. 40 (6H, m) , 7. 93 (3H, m) , 
9. 63 (1H, s). 

IR(KBr)cm-l: 3332, 1687, 1652, 1536, 1456, 1279, 747. 

[0212] mmm 5 0 

N- (2-7^7x^) -4- [N- (4- (4 X 

;yf;v] ^yX7^; K «-i : {b£*#^4 7) 

mp. 195-198^. 

1H NMR (270MHz, DMS0-d6) 8 ppm: 4. 29 (2H, d, J=6. 6Hz) , 
4.88(2H, s), 5. 10 (2H, s), 6. 60-6. 63 (1H, m) , 6. 78 (1H, 
d,J=8. 1Hz), 6.97(lH,t, J=7. 3Hz), 7. 11 (1H, s), 7.16(1 
H, d, J=7. 3Hz) , 7. 37 (2H, d, J=8. 1Hz) , 7. 49 (2H, d, J=8. 8H 
z) , 7. 66 (2H, d, J=8. 1Hz) , 7. 74 ( 1H, s) , 7. 92-7. 96 (3H, 
m), 8.25(lH,s), 9.62(lH,s). 

[0213] mmm 5 1 

n- (2 -r^yy^^M -4- [N— v^- 
2 — r/i^) y h^^/^/v7^y^f/v] -<yX7 

^ K m- 1 : ffc«*## 17 1) 
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mp. 166-167^. 

1H NMR (270MHz, DMS0-d6) 8 ppm: 4. 30 (2H, d, J=5. 9Hz) , 
4.88(2H,br. s), 5. 12(2H,s), 6. 60 (1H, dd, J=7. 3, 8. 1H 
z), 6. 78(lH,d, J=8. 1Hz), 6. 97 (1H, ddd, J=l. 5, 7. 3, 8. 1H 
z), 7. 16(lH,d,J=7.3Hz), 7. 33 (1H, dd, J=3. 7, 7. 3Hz) , 
7. 40 (3H, d, J=8. 1Hz) , 7. 83 (1H, ddd, J=l. 5, 7. 3, 8. 1Hz) , 
7. 94(2H,d, J=8. 1Hz), 8. 03(1H, t, J=5. 9Hz), 8.55(lH,d, 
J=5. 1Hz), 9.62(lH,br. s). 
IR(KBr)cm-l : 3334, 1694, 1632, 1580, 1276, 755. 

[0214] mmm 5 2 

n- (2-r^7xx/w) -4- [n — [2- (try 

-<>-XT ^ K m~ 1 : ffcfr*b## 17 2) 
mp. 146-148^. 

1H NMR (270MHz, DMS0~d6) 6 ppm : 3. 04 (2H, t, J=6. 6Hz) , 
4. 23 (2H, d, J=5. 9Hz) , 4. 36 (2H, t, J=6. 6Hz) , 4. 88 (2H, b 
r. s), 6.60(lH,dd, J=7. 3,8. 1Hz), 6. 78(lH, d, J=8. 1Hz), 

6.97(lH,dd, J=7.3,8. 1Hz), 7. 15-7. 30 (3H, m), 7.34(2 
H, d, J=8. 1Hz) , 7. 69-7. 77 (2H, m) , 7. 92 (2H, d, J=7. 3Hz) , 

8. 50(1H, d, J=4. 4Hz), 9. 62(1H, br. s). 
IR(KBr)cnrl: 3330, 1690, 1633, 1594, 1524, 1277, 760. 

[0215] $mm 5 3 

N- ( 2 — T ^ jy^-^/V) -4- [N- (6-p^A- 

;V\ ^yX7 S K 1 : ffrS*** 17 9) 

mp. 138^C. 

1H NMR (270MHz, DMS0-d6) 8 ppm : 2.47(3H,s), 4.30(2 
H,d, J=5.9Hz), 5.07(4H, s), 6. 63 (1H, t, J=8. 1Hz) , 6.80 
(1H, d, J=7. 34) , 6. 98 (1H, t, J=8. 1Hz) , 7. 18 (3H, d, J=7. 3 
Hz), 7. 40 (2H, d, J=8. 1Hz), 7. 71 (1H, t, J=8. 1Hz), 7. 94 
(2H, d, J=8. 1Hz) , 8. 03 (1H, t, J=5. 9Hz) , 9. 66 (1H, s) . 
IR(KBr)cm-l: 3335, 1693, 1634, 1259. 

[0 2 16] 4 
N— (2-7^7x^) -4- [N- [2- (fc°JJ 
3 mh^^/w^/v] 7-;/^^] 

^X7^ K (^- 1 : it^m^rS 3) 
mp. 120-125^. 

1H NMR (270MHz, DMSO-d6) 6 ppm : 2. 91 (2H, t, J=6. 6Hz) , 
4.22(4H, t, J=6.6Hz), 4.89(2H, s), 6. 55-6. 63 (1H, m), 
6. 78 (1H, dd, J=8. 1, 1. 5Hz), 6. 97 (1H, t, J=6. 6Hz), 7. 17(1 
H, d, J=6. 6Hz) , 7. 33 (3H, d, J=8. 1Hz) , 7. 69 (1H, d, J=8. 1H 
z), 7. 79 (1H, t, J=6.6Hz), 7. 93 (2H, d, J=8. 0Hz) , 8.43- 
8.49(2H,ra), 9.62(lH,s). 
IR(KBr)cm-l : 3234, 1705, 1655, 1260. 

[0217] mmms 5 

n- (2 — j y^^/v) -4- [n- [3- (try 

mp. 121-124^. 

1H NMR (270MHz, DMS0-d6) 8 ppm: 1. 83-1. 94 (2H, m) , 2. 6 



7 (2H, t, J=7. 3Hz) , 3. 98 (2H, t, J=6. 6Hz) , 4. 26 (2H, d, J= 

5. 9Hz), 4. 89(2H,br. s), 6. 60(1H, dd, J=8. 1, 8. 1Hz), 6. 
78(lH,d, J=7.3Hz), 6. 97 (1H, ddd, J=l. 5, 7. 3, 8. 1Hz), 7. 
16 (1H, d, J=8. 1Hz), 7. 29-7. 33 (1H, m), 7. 37 (1H, d, J=8. 1H 
z), 7.64(lH,d,J=8. 1Hz), 7. 81 (1H, dd, J=5. 9, 6. 6Hz), 

7. 94 (2H, d, J=8. 1Hz) , 8. 40-8. 44 (2H, m) , 9. 63 (1H, br. 
s). 

IR(KBr)cm-l: 3348, 1696, 1635, 1523, 1458, 1302, 1272, 11 
41, 1019, 754, 713. 

[0218] mmm 5 6 

n— (2— yy^=./U) - 4 - [n- ( 2 - ^ ^vu 

t°V v?^- 3— YA-) ^ h^^;^;V7^/^f 
/U] -<yX7 ^ K : flS**#*l 4 2) 

mp. 164-165^. 

1H NMR (270MHz, DMS0-d6) 8 ppm : 2.49(3H, s), 4.28(2 
H, d, J=6. 6Hz) , 4. 89 (2H, s) , 5. 10 (2H, s) , 6. 60 (1H, t, J= 

6. 6Hz) , 6. 78 (1H, d, J=8. 1Hz) , 6. 90 (1H, t, J=7. 3Hz) , 7. 
17(lH,d, J=7.3Hz), 7.21-7.26(lH,m), 7. 37 (2H, d, J=8. 1 
Hz), 7.68(lH,d, J=6.6Hz), 7. 92-8. 00 (3H, m) , 8.39(1H, 
d,J=4.4Hz), 9.62(lH,s). 

IR(KBr)cm-l: 3332, 1719, 1630, 1260. 

[0219] mmm 5 7 

N- (2-7^y 7^~;V) -4- [N- (6 -^A- 

trys^-3 — two ^b^^/v^r^/^f 

/v] -<yX7; K iM- 1 : 4 4) 

mp. 164-165^. 

1H NMR (270MHz, DMS0-d6) 5 ppm : 2. 46 (3H, s), 4. 27(2 
H,d, J=6. 6Hz), 4. 88 (2H, s), 5.05(2H, s), 6.59(lH,dt,J 
=1.5,8. 1Hz), 6.78(lH,dd, J=8. 1, 1.5Hz), 6.97(lH,dt,J 
=1.5,7.3Hz), 7. 17(lH,d, J=7.3Hz), 7. 26(1H d, J=8. 1H 
z) , 7. 36 (2H, d, J=8. 1Hz) , 7. 67 (1H, dd, J=8. 1, 2. 2Hz) , 

7. 93 (3H, d, J=8. 1Hz) , 8. 45 (1H, d, J=l. 5Hz) , 9. 62 (1H, 
s). 

IR(KBr)cm-l: 3293,1701,1632,1260. 

[0220] mmm 5 8 

N- (2-7?/7x=/l/) -4- [N— (2-^nn 

fls] ^X7^ K «- 1 : 5 5) 

mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 8 ppm : 4. 30 (2H, d, J=5. 9Hz), 
5.00(2H, s), 5. 13 (2H, s), 6. 61 (1H, t, J=7. 3Hz), 6.79 
(1H, dd, J=8. 1, 1. 5Hz) , 6. 98 (1H, dt, J=l. 5, 7. 3Hz) , 7. 17 
(1H, d, J=6. 6Hz) , 7. 39 (2H, d, J=8. 8Hz) , 7. 47-7. 52 (1H, 
m), 7. 91-7. 96(3H,m), 8. 08 (1H, t, J=5. 9Hz), 8.40(lH,d 
d, J=4.4, 1.5Hz), 9.64(1H, s). 
IR(KBr)cm-l: 3340,1702,1632,1273. 

[0221] mmm 5 9 

N- ( 2 — T S /y^^/u) -4- [N— (6-^nn 

try^v-3 — f/u) * h^v^/w^n/vr ^/y^- 
/u] -o-xr ^ k m- 1 : 5 7) 



-53- 



mp. 180-185^. 

1H NMR (270MHz, DMSO-d6) 8 ppm : 4. 24 (2H, d, J=5. 9Hz) , 
4.89(2H,br. s), 5. 10(2H,s), 6. 60 (1H, t, J=7. 3Hz) , 6. 
78 (1H, d, J=8. 1Hz), 6. 97 (1H, dt,J=1.5,8. 1Hz), 7.16(1 
H,d, J=6.6Hz), 7. 37(2H,d, J=8. 1Hz), 7. 56 (1H, d, J=8. 1H 
z), 7.85-8. 02 (4H,m), 8. 44 (1H, d, J=2. 2Hz), 9.62(1H, 
s). 

IR(KBr)cm-l: 3346, 3282, 1696, 1533, 1271. 

[0222] -mmm 6 0 

n- (2-r-;/7x^) -4- [n — (t°y 
^ k (m- 1 : w&mm^ isd 

mp. 180-183^. 

1H NMR (270MHz, DMSO-d6) 8 ppm: 4. 30 (2H, d, J=6. 6Hz) , 
4.89(2H, s), 5. 12 (2H, s), 6. 60 (1H, dd, J=7. 3, 7. 3Hz) , 
6. 78 (1H, dd, J=L 5, 7. 3Hz), 6. 97 (1H, ddd, J=l. 5, 7. 3, 8. 1 
Hz), 7. 16(lH,d, J=7.3Hz), 7. 34 (2H, d, J=5. 9Hz) , 7.39 
(2H, d, J=8. 1Hz) , 7. 94 (2H, d, J=8. 1Hz) , 8. 09 ( 1H, t, J=5. 
9Hz), 8.57(lH,d), 9. 64 (1H, br. s) . 
IR(KBr)cm-l : 3394, 3290, 1711, 1645, 1624, 1535, 1504, 13 
21, 1251, 1138, 1049, 763. 

[0223] mmm 6 1 

N- (2-T;7 7x^) -4- [N- [2- 

,V] -OXT ^ K 1 : ik^m%r J %2 0 3) 

mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 6 ppm : 2. 90 (2H, t, J=7. 3Hz) , 
4. 17-4. 26 (4H, m) , 4. 89 (2H, s) , 6. 60 (1H, t, J=8. 1Hz) , 
6.78(lH,d, J=6.6Hz), 6. 97 (1H, t, J=7. 3Hz), 7.06(lH,d, 
J=5. 1Hz), 7. 17(lH,d, J=7.3Hz), 7.26(lH,s), 7.36(2H, 
d,J=8. 1Hz), 7.47UH, t,J=2.2Hz), 7. 81 (1H, t, J=5. 9H 
z), 7.93(2H,d, J=8. 1Hz), 9. 63 (1H, s). 
IR(KBr)cm-l: 3314,1716,1638,1252. 

[0224] rnmw 6 2 

N- (2~7^7x^/V) -4- [N — (3 -7x^ 

*^>v\ ^yX7^; k (m- 1 : ^^m^2 1 n 

mp. 192-195^. 

1H NMR (270MHz, DMS0-d6) 8 ppm: 4. 30 (2H, d, J=5. 9Hz) , 
4.89(2H, s), 5.25(2H, s), 6. 60 (1H, t, J=6. 6Hz) , 6.68(1 
H,d, J=8. 1Hz), 6. 94(lH,t, J=7.3Hz), 7.09(1H, s), 7.16 
(lH,d, J=7.3Hz), 7.39(2H,d, J=8. 1Hz), 7. 51 (4H, d, J=2. 
2Hz), 7.87-7.96(5H,m), 8. 12(1H, t, J=5. 9Hz) , 9.63(1 
H, s). 

IR(KBr)cm-l: 3292,1718,1630,1262. 

[0225] %mm 6 3 

N- (2-7^; / 7^^;V) -4- [N- {^T^—ZV 

r s k 1 : \t^mm^2 1 e) 

mp. (amorphous) . 



1H NMR (270MHz, DMS0-d6) 8 ppm : 4. 28 (2H, d, J=5. 9Hz) , 
4.91(2H,br. s), 5. 30(2H, s), 6. 60(1H, dd, J=7. 3, 7. 3H 
z) , 6. 78 (1H, d, J=8. 1Hz) , 6. 97 (1H, dd, J=7. 3, 8. 1Hz) , 
7. 16(lH,d,J=7. 3Hz), 7. 36 (2H, d, J=8. 1Hz) , 7.91-8.00 
(4H,m), 9.09(lH,s),9.63(lH, s). 

IR(KBr)cm-l: 3346 (br. ), 1697, 1636, 1525, 1456, 1271, 87 
3, 753. 

[0226] mMm 6 4 

N— (2 - T ^ J-7^^M -4- [N- [2- (4- 

^yxr ^ k m- 1 : ik&mm^2 1 

7) 

mp. 130-133^. 

1H NMR (270MHz, DMS0-d6) 6 ppm : 2.32(3H, s), 3.07(2 
H, t, J=5. 9Hz) , 4. 15(2H,t, J=5.9Hz), 4. 25 (2H, d, J=6. 6H 
z), 4.89(2H, s), 6.60(1H, t, J=5.9Hz), 6. 78 (1H, dd, J= 
7.3, 1.5Hz), 6.97(lH,dt, J=l. 5, 7.3Hz), 7. 16(lH,d,J= 
8.1Hz), 7.35(2H,d, J=8. 1Hz), 7. 83(1H, t, J=5. 9Hz), 7. 
94(2H,d, J=8. 1Hz), 8.85(1H, s), 9.62(1H, s). 
IR(KBr)cm-l: 3350,1691,1635,1270. 

[0227] mmm e 5 

N- (2-T ^7 7^~;V) -4- [N- ( 1 - ^ fvU 

;V\ -<yX7 5 K m- 1 : \\^m^2 2 5) 
mp. 130-135^. 

1H NMR (270MHz, DMS0-d6) 8 ppm : 1. 49-1. 78(3H, m), 1. 
83-2.01(3H,m), 2. 30(3H,s), 2. 85 (2H, s), 3.74-3.94(2 
H,m), 4.25(2H, d, J=5.8Hz), 6. 55-6. 62 (3H, m) , 6.78(1 
H, d, J=8. 1Hz) , 6. 97 (1H, t, J=7. 3Hz) , 7. 16 (1H, d, J=8. 1H 
z), 7.37(2H,d, J=8. 1Hz), 7. 79 (1H, t, J=6. 6Hz), 7.93(2 
H,d, J=8.0Hz), 9.66(1H, s). 
IR(KBr)cm-l: 3323, 2722, 1702, 1648, 1263. 

[0228] mmm e e 

n- ( 2 — r ^ yy^^/v) -4- [n- ( 4 - ^ 

fc^^v^-l — f/U) ^^i/^feV7^^ 
)V\ ^<yX7? K (M- 1 : \\L^mm^2 2 7) 
mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 8 ppm : 1. 73 (2H, t, J=6. 6Hz), 
2. 36-2. 63 (13H, m) , 4. 00 (2H, t, J=6. 6Hz) , 4. 30 (2H, d, J 
=5.8Hz), 6.55-6.63(4H,m), 6. 78 (1H, d, J=6. 6Hz) , 6.97 
(1H, t, J=7. 3Hz) , 7. 16(lH,d, J=7.3Hz), 7. 37 (2H, d, J=8. 
7Hz), 7.73(1H, t, J=5.9Hz), 7. 94 (2H, d, J=8. 0Hz) , 9.66 
(1H, s). 

IR(KBr)cm-l: 3341, 2706, 1701, 1262. 
[0 2 2 9] mW\ 6 7 
N- (2-T^/7=.~M -4- [N- (fh7t K 

>v\ s<isxr% y m- 1 : it&mm^2 2 n 

mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 6 ppm: 1. 50-1. 60 (1H, m) , 1.8 
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8-2.00(lH,m), 2. 44-2. 54(lH,m), 3. 41-3. 47 (1H, m), 3. 
56-3.77(3H,m), 3. 85-4. 04(2H, m), 4. 25 (2H, d, J=5. 9H 
z), 4.89(2H, s), 6.60(lH,dd, J=7. 3,7.3Hz), 6. 78(1H, 
d,J=8. 1Hz), 6.97(lH,dd, J=7. 3, 8. 1Hz), 7. 17(lH,d,J= 
8.1Hz), 7. 37(2H,d, J=8. 1Hz), 7. 81 (1H, t, J-5. 9Hz), 7. 
94 (2H, d, J=8. 1Hz) , 9. 62 (1H, br. s) . 
IR(KBr)cm-l: 3349, 1695, 1635, 1523, 1457, 1259, 754. 

[0230] nmm 6 8 

N- (2-7;;7x^) -4- [N — (^zn/^ri/ 

X/vat^M r^yy^/Ki ^yxr^; k (m-i :1k 

^#-^1 2) 
mp. 174-175^. 

1H NMR (270MHz, DMS0-d6) 8 ppm : 4. 36 (2H, d, J=5. 9Hz) , 
4. 90 (2H, br. s) , 6. 60 (1H, dd, J=7. 3, 7. 3Hz) , 6. 77 (1H, d 
d, J=7. 3, 7. 3Hz) , 6. 98 (1H, ddd, J=l. 5, 7. 3, 7. 3Hz) , 7. 05- 

7. 24 (4H, m) , 7. 39-7. 46 (4H, m) , 7. 97 (2H, d, J=8. 1Hz) , 

8. 41 (1H, t, J=5. 9Hz) , 9. 65 (1H, br. s) . 

IR(KBr)cm-l : 3443, 3362, 3313, 1732, 1706, 1636, 1527, 14 
93, 1458, 1305, 1217, 748. 

[0231] mmme 9 

n- (2 -r 5: y -a- [n — (t°y 
3-^r/v) ^-^r^/v^^^r ^ y ^fvv] ^>xr^ 

K GSc-l : >fb1^#^8 1) 
mp. 209^ (dec). 

1H NMR (270MHz, DMSO-d6) 6 ppm: 4. 38 (2H, d, J=6. 6Hz), 
4. 90 (2H, br. s) , 6. 55-6. 63 (1H, m) , 6. 78 (1H, d, J=8. 1H 
z), 7.00(lH,dd, J=7.3,7.3Hz), 7. 17 (1H, d, J=8. 8Hz), 
7. 37-7. 47 (3H, m) , 7. 64 (1H, d, J=8. 8Hz) , 7. 97 (2H, d, J= 
8.1Hz), 8.43(2H,d, J=3. 1Hz), 8. 59 (1H, t, J=5. 9Hz), 9. 
66 (1H, br. s). 

[0 2 3 2] ^J£#J 7 0 
N- (2-7;/-5-7;^D7x^) -4- [N 
- (b°y i?l/-Z-J/V) y h^-v^^/^^/WT^/y 
^vi/| ^yXr ^ K <M- l : ik&Vo^i l o) 

mp. 160-162^. 

1H NMR (270MHz, DMS0-d6) 8 ppm: 4. 28 (2H, d, J=6. 6Hz) , 
4.8K2H, s), 5. 10 (2H, s), 6. 70-6. 90 (2H, m) , 7.10-8.00 
(8H,m), 8.53(lH,d, J=3.6Hz), 8.59(1H, s), 9.61(1H, 
s). 

IR(KBr) cm- 1:3269, 1716, 1638, 1488, 1436, 1247, 1141, 104 
3, 744. 

[0233] mmm 7 1 

N- (2-7^7 7x^V) -4- [N- {2 ~T % S 

^ k m-i : w&mm^s 1) 

mp. 149-151^ (dec. ) 

1H NMR (270MHz, DMS0-d6) 8 ppm: 4. 28 (2H, d, J=5. 9Hz) , 
4.88(2H, s), 4.96(2H,s), 5. 06(2H,s), 6. 53 (1H, dd, J= 
7.3, 7.3Hz), 6. 56-6. 67 (2H, m) , 6. 78 (1H, dd, J=l. 5, 8. 1H 
z), 6.93-7. 12 (3H,m), 7. 16 (1H, d, J=6. 6Hz), 7.38(2H, 



d, J=8. 1Hz), 7. 86(1H, t-like, J=5. 9Hz), 7. 93 (2H, d, J= 
8. 1Hz), 9.6K1H, s). 

IR(KBr)cm-l:3336, 1685, 1632, 1527, 1276, 748. 

[0234] mmm 7 2 

N- ( 2 — T ^ 7 ^m^/U) -4- [N- (^^Dv? 

is-z-^/v) ^=-/vt * y y^vv] 

K (^- 1 : 2 2 8) 

mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 6 ppm: 1. 30-1. 90(4H, m), 1.9 
0(lH,br. s), 2.45-2. 80 (6H,m), 3. 04-3. 13(1H, m), 4.15 
(2H, d, J=5. 9Hz) , 4. 55-4. 60 (1H, m) , 4. 88 (2H, br. s), 6. 
60(lH,ddd,J=1.5,7. 3,7.3Hz), 6. 78 (1H, d, J=8. 1Hz), 6. 
97 (1H, ddd, J=l. 5, 7. 3, 7. 3Hz) , 7. 17 (1H, d, J=6. 6Hz) , 7. 
37 (2H, d, J=8. 1Hz) , 7. 78 (1H, t, J=5. 9Hz) , 7. 94 (1H, d, J= 
7.3Hz), 9.62(1H, s). 

IR(KBr)cm-l:3328, 2942, 1700, 1648, 1504, 1259, 749. 

[0235] mum 7 3 

n- {2-tx y ^oin/u) -4- [n- (3-r^y 
7x^;v) y h^^^/VT^^f^] ^<yX7 
^ K :M#^5 2) 

mp. 149-153^ (dec.) 

1H NMR (270MHz, DMS0-d6) 8 ppm: 4. 27 (2H, d, J=5. 9Hz) , 
4.88 and 4. 89 (total 4H, each br. s), 5. 08 (2H, s), 6. 
47-6. 63 (3H, m) , 6. 78 ( 1H, d, J=8. 1Hz) , 6. 94-7. 02 (2H, 
m) , 7. 15 (1H, dd, J=7. 3, 8. 8Hz) , 7. 37 (2H, d, J=8. 1Hz) , 
7. 84 (1H, t, J=5. 9Hz) , 7. 93 (2H, d, J=8. 8Hz) , 9. 61 (1H, br. 
s). 

IR(KBr)cm-l:3367, 1682, 1632, 1523, 1457, 1261, 754. 

[0236] mmm 7 a 

n- (2 -r^ /7x^) -4- [n- a-y^ 
>r ^ 5 — f/u) y h^-^/^^/^T ^ y y 

^<yX7 ^ K (*- 1 : fbfr*»*2 1 8) 
mp. 162-165^ (dec. ). 

1H NMR (270MHz, DMS0-d6) 8 ppm: 3.62(3H, s), 4.27(2H, 
d,J=5. 9Hz), 4. 91 (2H, br. s), 5.05(2H, s), 6. 60(lH,dd, 
J=7. 3, 7. 3Hz) , 6. 78 (1H, d, J=8. 1Hz) , 6. 95-7. 00 (2H, m) , 

7. 16 (1H, d, J=7. 3Hz), 7. 36 (2H, d, J=8. 1Hz) , 7. 63 (1H, 
s), 7.87-7.95(3H,m), 9. 64 (1H, br. s) . 
IR(KBr)cm-l:3293, 1688, 1651, 1534, 1506, 1259, 1121, 104 
3, 748. 

[0237] mmm 7 5 

N- (2-7;/-4-^Dn7x^) -A- [N- 

(^y v>^-3— f/u) n^/^7^^f 

A>] -<yX7-; K m- 1 : it&Vo&^l 1 3) 
mp. 167-170^. 

1H NMR (270MHz, DMS0~d6) 8 ppm: 4. 28 (2H, d, J=5. 9Hz) , 
5. 10(2H,s), 5. 21(2H, s), 6. 72 (1H, dd, J=2. 2, 8. 1Hz), 
6. 81 (1H, d, J=2. 2Hz), 7. 16 (1H, d, J=8. 1Hz) , 7.37(2H,d, 
J=8. 1Hz), 7.78(lH,d, J-8. 1Hz), 7. 92 (2H, d, J=8. 1Hz) , 
8.53(lH,d, J=4.4Hz), 8.59(lH,s), 9.60(lH,s). 
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IR(KBr)cm-l:3347, 3062, 2931, 1653, 1576, 1505, 1456, 142 
8, 1301, 1232, 1114, 1070, 1019. 

[0238] nmm 7 6 

N- (2-T 7=.^/V) -4- [N — (5 h^r 

m ^<yxr^ k m- 1 : it^m^l 6 1) 

mp. 169-170^. 

1H NMR (270MHz, DMS0-d6) 6 ppm: 3.83(3H, s), 4.29(2H, 
d,J=6. 6Hz), 4.87(2H, s), 5. 09 (2H, s), 6. 57-6. 62 (1H, 
m), 6. 76-6. 79(lH,m), 6. 94-6. 99(1H, m) , 7.14-7.18(1 
H, m) , 7. 36-7. 39 (3H, m) , 7. 91-7. 99 (3H, m) , 8. 19-8. 30 
(2H,m), 9.63(1H, s). 

IR(KBr) curl: 3330, 1694, 1633, 1524, 1457, 1298, 1269, 104 
5, 760. 

[0239] mmm 7 1 

N- (2-r;;7x^) -4- [N — (^7v>>-- 
2-^^) ^ Y*i/Jj,V7$~/VT^/ **f-tV\ ^<>X7 
^ K 9 2) 

mp. 182t:. 

1H NMR (270MHz, DMSO-d6) 6 ppm : 4. 30 (2H, d, J=6. 6Hz), 
4.88(2H,br. s), 5.20(2H,s), 6. 60(1H, dd, J=7. 3, 8. 1H 
z) , 6. 78 (1H, d, J=8. 1Hz) , 6. 97 (1H, dd, J=6. 6, 8. 1Hz) , 
7. 16 (1H, d, J=7. 3Hz) , 7. 39 (2H, d, J=8. 8Hz) , 7. 94 (2H, d, 
J=8.8Hz), 8.08(lH,t-like, J=6. 6Hz), 8.61(1H, s), 8.6 
5(1H, s), 8. 68(1H, s), 9.63(1H, s). 
IR(KBr)cm-l:3266, 1709, 1632, 1535, 1508, 1284, 1055, 102 
2, 744. 

[0240] mmm 7 s 

N- (2-r^y-5-^ h^V7x^;l/) - 4 - [N 
- (fcf JJ^-3 — (/is) * h^r^/^yi/T^ 
^] ^X7^ K <§f- 1 : 2 1) 

mp. 141-143^. 

1H NMR (270MHz, DMS0~d6) 6 ppm: 3.66(3H, s), 4.29(2H, 
d, J=5. 9Hz) , 4. 51 (2H, br. s) , 5. 10 (2H, s) , 6. 63 (1H, dd, 
J=2.9,8.8Hz), 6. 74(lH,d, J=8.8Hz), 6. 91 (1H, d, J=2. 2H 
z), 7. 38(2H,d,J=8.8Hz), 7. 41 (1H, s), 7. 79 (1H, d, J=8. 
1Hz), 7.92(2H,d, J=8. 1Hz), 7. 98(1H, t, J=5. 9Hz), 8.54 
(lH,d, J=3. 7Hz), 8.60UH, s), 9.65(1H, s). 
[0 2 4 1] 7 9 

N- (2-T5/7x^/V) -4- [N — (t°y 

— r/>) N- (t°y ^h^V 

^/^•^T;/^/^ K 1 : 

10 9) 
mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 50(2H,s), 4.56(2H, 
s), 4. 87 (2H, s), 5. 21 (2H, s), 6. 60 (1H, t, J=7. 7Hz), 6. 
78(lH,d, J=7.3Hz), 6. 97 (1H, d, J=7. 3Hz) , 7. 17(lH,d,J= 
7.3Hz), 7.20-7.50(4H,m), 7. 60-8. 00 (4H, m), 8.40-8.6 
0(4H,m), 9. 65 (1H, s). 

IR(KBr)cm-l : 3268, 1700, 1504, 1246, 1120, 940, 714. 



[0242] %mm 8 0 

N— (2-7 5/7xr:;V) -4- [N- [3- (fc> P 

>?v-3 — r/w) ^ntvw] — n— (tri;^>-3— r 

/v) h^rV^/W^/WT s y ;*?vkI ^>xr^ K 

(m-1 2 0) 

mp. (amorphous) . 

1H NMR (270MHz, DMS0~d6) 6 ppm: 1. 75-1. 90(2H, m) , 2.4 
8-2.62(2H,m), 3. 20-3. 36 (2H, m) , 4. 55 (2H, s), 4.89(2 
H, s), 5. 16(2H, s), 6.57-6.63(lH,m), 6. 76-6. 80(1H, 
m), 6.94-6.99(lH,m), 7. 14-7. 17(1H, m) , 7.32-7.74(6 
H,m), 7.94(2H, d, J=8. 1Hz), 8. 30-8. 65 (4H, m) , 9.64(1 

H, s). 

[0243] mmm 8 1 

N- (2-t Kp^^7xx/1/) -4- [N- (t o yi^ 

>--3--f/w) y^/u-N- (try^^-3—f/u) y 

1 :flS**#*l 1 5) 
mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) : 4. 52 (2H, s) , 4. 57 (2H, s) , 
5. 20 (2H, s) , 6. 84 (1H, t, J=6. 6Hz) , 6. 93 (1H, d, J=6. 6H 
z), 7.03(lH,d, J=7.3Hz), 7.37(4H,m), 7. 68 (2H, dd, J= 

I. 5,8. 1Hz), 7.92(2H,br. s), 8. 53(4H,m), 9.49(lH,s), 
9. 77 (1H, br. s). 

IR(KBr)cm-l: 3035, 1698, 1243, 1118, 754, 640. 

[0 2 4 4] 8 2 

N- (2-tKn^7x^;i/) -4- [N- (b^v* 
^-3 — (M y h^^;^;>7^>f;w] <0 
XT ^ K (^- 1 : ffrM»# 111) 
mp. 162-164^:. 

1H NMR (270MHz, DMS0-d6) : 4. 29 (1H, d, J=5. 9Hz), 5.10 
(2H, s), 6.83(lH,t, J=8. 1Hz), 6. 92 (1H, d, J=6. 6Hz), 7. 
07 (1H, t, J=6. 6Hz) , 7. 39 (2H, d, J=8. 8Hz) , 7. 43 (1H, d, J= 
5. 1Hz) , 7. 68 (2H, d, J=8. 1Hz) , 7. 80 (1H, d, J=8. 1Hz) , 7. 
92(2H,d, J=8. 1Hz), 7. 99(1H, t, J=5. 9Hz), 8.54(lH,d,J= 
4. 4Hz), 8.60(1H, s), 9.49(1H, s), 9. 76 (1H, br. s) . 
IR(KBr)cm-l: 3333, 3259, 1694, 1645, 1529, 1267, 720. 

[0245] mmm s 3 

N- (2, Kn^>7x-/V) -4- [N — 

/U] ^X7-; K m~ 1 : 1 1 6) 

mp. (amorphous) 

1H NMR (270MHz, DMS0~d6) : 4. 27 (2H, d, J=6. 6Hz) , 5. 10 
(2H, s) , 6. 20 (2H, dd, J=2. 2, 8. 1Hz) , 6. 39 (2H, d, J=2. 9H 
z), 6.88(2H,d, J=8.8Hz), 7. 33(1H, d, J=8. 1Hz), 7.41(1 
H, dd, J=5. 1,7. 1Hz), 7. 89 ( 1H, d, J=8. 8Hz) , 7.98(1H, t, J 
=6.6Hz), 8.05(2H, s), 8.52(lH,m), 8.59(1H, s), 9.30 
(2H, br. s). 

IR(KBr)cm-l: 3387, 1702, 1612, 1311, 1169, 845. 

[0 2 4 6] mmm s a 

N- (2-t Ko^'>-5-^f-/V7x^l/) -4- 
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[N- (tfy 3?V-3 — <>V) * Y^r-ybfriS—tVT^ 
St^M -<yX7? K 1 1 8) 

mp. 155-155.5^. 

1H NMR (270MHz, DMSO-d6) : 2. 22 (3H, s) , 4. 29 (2H, d, J= 
5.8Hz), 5. ll(2H,s), 6.82(2H,m), 7. 39 (2H, d, J=8. 8H 
z), 7.42(2H,m), 7.51(lH,s), 7. 79 (1H, d, J-8. 1Hz), 7. 9 
2(lH,d, J=8. 1Hz), 7.98(1H, t, J=5. 9Hz), 8.54(lH,d,J= 
4. 4Hz) , 8. 60 (1H, s) , 9. 48 (2H, d, J=8. 1Hz) . 
IR(KBr)cm-l: 3306, 1723, 1655, 1525,801,639. 

[0247] mmms 5 

N- (2-hKn^>-5-^^7x^) -4- 

[n- (try s^v-3 --r a0 h^^^^rs 
/**vH ^yxr^ K os-i : fls-e*«»i 1 9) 

mp. 175-176^. 

1H NMR (270MHz, DMSO-d6) : 3. 69 (3H, s), 4.29(2H,d,J= 
5.9Hz), 5. 10(2H, s), 6. 63(1H, dd, J=2. 9, 8. 7Hz), 6.84 
(lH,d, J=8.8Hz), 7.41(4H,m), 7. 79 (1H, d, J=8. 1Hz), 7. 
91(lH,d, J=8. 1Hz), 7. 99 (1H, t, J=5.9Hz), 8.54(lH,d,J= 
5.1Hz), 8.60UH, s), 9.31(lH,s), 9.45(lH,s). 
IR(KBr)cm-l:3305, 1687, 1573, 1262, 1039,868. 

[0 2 4 8] mmM8 6 

N- y^^/V) -4- [N- [2- (b°y 

v?>- 3 -4 JiV) xbdr^;i/x}f^] T ^ 7 ] ^^X 
75 K 1 : 1 2 4) 

mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 6 ppm: 3. 00 (2H, t, J=6. 6H) , 
4. 37 (2H, t, J=6. 6Hz) , 4. 87 (2H, br. s) , 6. 60 (1H, t, J=7. 3 
Hz), 6.97(lH,t, J=7.3Hz), 7. 15 (1H, d, J=7. 3Hz), 7. 36(1 
H, dd, J=4. 4, 8. 1Hz) , 7. 56 (2H, d, J=8. 8Hz) , 7. 92 (2H, d, J 
=8. 8Hz) , 8. 46 (1H, d, J=4. 4Hz) , 8. 54 (1H, d, J=2. 2Hz) , 
9. 95 (1H, s). 

IR(KBr)cm-l:3285, 1695, 1519, 1315, 1233, 1079. 

[0 2 4 9] HJfc#| 8 7 
N- (2-75/7x^) -5- [ (tfyv?y-3- 
-f/>) h^r^yl/^^/k] ; ^i/^-yyz/- 2- 
%M£**/T$ K (ft- 3 : ffr&*##2) 
mp. 173-174^. 

1H NMR (270MHz, DMS0-d6) 6 ppm: 5. 22 (2H, s), 6.60(1H, 
dd, J=8. 1, 8. 1Hz) , 6. 79 (1H, dd, J=l. 5, 8. 1Hz) , 7. 00 (1H, d 
d, J=8. 1,8. lHz),7.20(lH, dd, J=l. 5, 8. lHz),7. 44(lH,m), 
7. 48 (1H, dd, J=l. 5, 8. 8Hz) , 7. 61 (1H, d, J=8. 8Hz) , 7. 67 
(1H, s) , 7. 88 (1H, dd, J=l. 5, 8. 1Hz) , 7. 96 (1H, d, J=l. 5H 
z), 8. 56(lH,dd, J=1.5, 4. 8Hz), 8. 68(1H, d, J=l. 5Hz), 9. 
83 (1H, s), 9.9K1H, s). 

IR(KBr)cm-l:3308, 1707, 1667, 1584, 1536, 1452, 1316, 124 
8, 1157, 1128, 1070, 955, 879, 795, 748, 710. 

[0250] mmm 8 8 

N- (2-75y7x^) -4- [N- (t°y -yl/- 

3--Y/U) * N^e/f^/^/w75y^f^] *o 

XT 5 K «- 1 : it&Qott8 6) <D&& 



(8 8-1) 3-t°!)v ? ^^y-";U20mg (0. 
18mmol) ^5ml^lTHF^U N, 
N* -ft^Vfo^;^/^3 0mg (0. 1 

6mmo i) zmmretotitio jwatttufc*, nmw 

1(DXM (1-4) (D\\j^m 5 0 m g (0. 1 4 ramo 

1) ^TLtLo 

[0 2 5 1] ^UX— &1okW&. * XJ u 100m 
1 fcj&PX., *2 0mlT?3IUft^Ufc, OV^ftftS 

m*ffiM^y ftfiki,ita mm* 

nzJvW* : SsV=3 0:1) T?fftKU N- [2 

- (N- t e r t — -? 75/7xn 

as] -4- [n- (try v>v-3 — r/u) ^ h^v-^a- 

8 8%) ^7W7^Htffco 
1H NMR (270MHz, DMS0-d6) 6 ppm: 1.45(9H, s), 4. 73 (2H, 
d,J=5.9Hz), 5.52(2H, s), 6. 73-7. 33 (3H, m) , 7.35-7.43 
(2H, m) , 7. 58-7. 95 (5H, m) , 8. 14-8. 65 (3H, m) , 9. 80 (1H, 
s), 9.91(lH,br. t). 
[0252] (88-2) JIM (88-1) <D\Y&m 
5 Omg (O. 1 Ommo 1 ) ^^^/-/V3m 1 
j&LfCo 4jtttt-mfy)W3ml SrlD*., £ 

tar* i . s mmmw ufc 0 h y * a**«k: 

*-e$£*£U »»UT34mg (lR*8 7%) CON- 
(2-7577x^/V) -4- [N- (fcfy^^-3- 

-fAO ^ h^rVf^;vtov7 5/^f;v] ^yX7 

mp. 154-156^ (dec. ). 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 73 (2H, d, J=5. 9Hz) , 
4.88(2H,s), 5.52(2H,s), 6. 60(1H, t, J=7. 3Hz), 6.77(1 
H,d, J=8. 1Hz), 6.96(1H, t, J=8. 1Hz), 7. 16(1H, d, J=7. 3H 
z), 7. 29-7. 41 (3H, m) , 7. 83-7. 95 (3H, m) , 8.50-8.56(1 
H,m), 8.65UH, s) , 9. 62 (1H, s) , 9.93(1H, s). 
IR(KBr)cm-l:3204, 3035, 1631, 1523, 1456, 1289, 1191, 92 
0, 753. 

[0 2 5 3] 8 9 

N- (2-75y7x^/U) -4- [N' - (h°y v»> 

- 3 — (/V* V W ^/W] ^yX7 5 K (m 

- 1 : 4k&mm-&S8) 

(89-1) 3-t°=3y ,VT >yO. 28g (2. 6 
mmo 1 ) OTHF (10ml) Sttfcl^Ha-CN, N* 
-t>)Vi£~>W4 /WO. 42 g (2. 4 mmo 

i) srao*., ii»iwj«*Lfc 0 ztom&icmBL'vmmm 

ICOXa (1-4) 1?»6>ixfcft*«fO. 58g (1. 
8 mmo 1) 3 bfc«, ~WIL 

[0254] >k£;&q;t*jRut«, ■wt^^-ettat 

fc 0 MIMlMHUctffiMI, f£*& 8IK«r««L 
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^f;V-^;-;U=10 : 1) -C^LT, N- 

[2- (N-tert-^K^toU) 7 5/] 
^zn^/W- 4 - [N' - (t°y i/V- 3 

^yXT^KO. 77g 01X^9 0 
%) ££&7^:7 7;*#S#<b LT#fc 0 
1H NMR (270MHz, CDC13)Sppm: 1.46(9H, s), 4.20(2H,d, 
J=5. 1Hz), 4.28(2H,d, J=4. 3Hz), 6. 10-6. 30 (2H, m) , 7.0 
0-7. 25 (4H, m) , 7. 33 (1H, d, J=7. 3Hz) , 7. 49-7. 54 (2H, m) , 
7.58-7.64(3H,m), 7. 75 (1H, s), 8. 28 (1H, br. s), 8.39 
(1H, d, J=5. 1Hz) , 9. 65 (1H, br. s) . 

[0255] (89-2) Xm (89-1) ^%tz.i\L 
&mO. 6 3 g (1. 3 2mmo 1) <D^^> (4 

ml) (2ml) Mlc4rat-^ 

^f-^^ (4ml) £*Px.. S&2 0fP^^#Lfc e ^fP 
Z.bfc£V, N- (2 -75 /^s-zl') -4- [N' 

- (try — f/^^^M !>Wb7f^] 

XT 5 K 0 . 37g (IR^7 4. 7%) SrftfeHfri: L 

[0 2 5 6] mp. (amorphous) . 
1H NMR (270MHz, DMS0"d6) 6 ppm : 4. 27 (2H, d, J=5. 9Hz) , 

4. 31 (2H, d, J=5. 9Hz) , 4. 89 (2H, br. s) , 6. 57-6. 63 (3H, 
m), 6. 78(lH,d, J=8. 1Hz), 6. 97 (1H, dd, J=7. 3, 8. 1Hz), 

7. 17(lH,d,J=7.3Hz), 7. 32-7. 38 (3H, m), 7.66(lH,d,J= 
8.1Hz), 7.93(2H,d, J=8. 1Hz), 8. 44 (1H, d, J=5. 1Hz) , 8. 
49 (1H, d, J=2. 1Hz) , 9. 63 (1H, br. s) . 

IR(KBr)cm-l : 3344, 3241, 1645, 1560, 1527, 1505, 1283, 75 
1, 708. 

[0 2 5 7] mmms 9 tm*a>&mK.£v. mmms 

<DM& (mp. ) x 1H NMR. IR&Wlfem&^To 

[0258] mmm 9 0 

N— (2 - 7 5 7 7xx;V) -4- [N' - (3-75 
2 4) 

mp. 206-208^ (dec). 

1H NMR (270MHz, DMSO-d6) 6 ppm : 4. 35 (2H, d, J=5. 9Hz) , 
4. 93 (4H, br. s) , 6. 13 (1H, d, J=7. 3Hz) , 6. 51-6. 62 (3H, 
m) , 6. 74-6. 98 (3H, m) , 7. 12-7. 18 (1H, m) , 7. 41 (2H, d, J= 

8. 1Hz) , 7. 94 (2H, d, J=8. 1Hz) , 8. 28 (1H, s) , 9. 61 (1H, 
s). 

IR(KBr)cm-l:3356, 3269, 1640, 1555, 1495, 1458, 1308, 123 
6, 753. 

[0259] mmm 9 1 

N— (2-7 5/7x^) -4- [N * - v>> 
*W bV^VKl ^X75 K (^-1 : 
«**»*8 7) 



mp. 187-190^C. 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 39 (2H, d, J=5. 9Hz) , 
4.89(2H,br.s), 6. 59(1H, d, J=7. 3, 7. 3Hz), 6.77(lH,d,J 
=6.6Hz), 6.88(lH,t, J=5.9Hz), 6. 97(1H, ddd, J=l. 5, 6. 

6, 7. 3Hz) , 7. 16 (1H, d, J=8. 1Hz) , 7. 26 (1H, dd, J=4. 4, 8. 1 
Hz), 7.42(2H,d, J=8.8Hz), 7. 95 (2H, d, J=8. 1Hz) , 7.89- 
7.96(lH,m), 8. 12(lH,dd, J=l. 5, 4. 4Hz) , 8. 56 (1H, d, J= 
3.0Hz), 8.85(1H, s), 9.62(1H, s). 

IR(KBr)cm-l: 3248, 1663, 1541, 1423, 1280, 1054. 
[0 2 6 0] MMM 9 2 

N- (2-75/7x^) -4- [N* - (3-75 
/ y^=^jv) ^-OsrV^J Yt^M -<^X7 5 K 
1 : ffr&«#*2 5) 
mp. 123^ (dec. ) . 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 80 (2H, d, J=5. 1Hz), 
4.87(2H, s), 5. 12 (2H, s), 6. 36 (1H, dd, J=l. 5, 8. 1Hz), 
6.48-6.63(3H,m), 6. 78 (1H, d, J=6. 6Hz) , 6. 94-7. 00 (2H, 
m) , 7. 17 (1H, d, J=8. 1Hz) , 7. 42 (2H, d, J=8. 1Hz) , 7. 92- 
8.01(3H,m), 9.46(1H, s), 9. 61 (1H, s). 
IR(KBr)cm-l: 3335, 1616, 1528, 1503, 1456, 1311, 864, 75 
1. 

[0261] mmm 9 3 

N- (2-75/7x^) -4- [NT - (3--h 
n7x^/V) W V**f-!V\ -<>-X7 5 K 

1 : ft*Wf2 0) 
mp. 160^ (dec. ). 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 87 (2H, d, J=5. 1Hz), 

7. 27-7. 33 (3H, m) , 7. 46-7. 63 (5H, m) , 7. 89-7. 95 (2H, m) , 
8. 05 (2H, d, J=8. 1Hz) , 8. 70 (1H, s) , 8. 84 (1H, t, J=8. 9H 

z), 10.37(lH,s). 
[0 2 6 2] MMW 9 4 

N— (2-75/-5-7nn7x =l/V) -4- [N' 

- (try tT-tvvvj 

XT 5 K «*- 1 : ffr&4fe#*l 1 2) 
mp. (amorphous) . 

1H-NMR (270MHz, DMS0-d6) : 4. 77 (4H, d, J=5. 1Hz) , 4.85 
(2H, s), 6.81(2H,m), 7. 16 (1H, dd, J=2. 9, 10. 3Hz), 7.39 
(lH,dd,J=5. 1,8. 1Hz), 7. 53 (2H, d, J=8. 1Hz) , 7.8K1H, 
d,J=8. 1Hz), 7. 93(2H,d, J=8. 1Hz), 8. 51 (1H, dd, J=l. 5, 
5.1Hz), 8.62(lH,d, J=l. 5Hz), 9.66(lH,s). 
IR(KBr)cm-l: 3399, 1730, 1638, 1508, 1444, 1411. 

[0263] mmm 9 5 

N— (2-kKn^7x^;i/) -4- [N' - (b°y 
&ls-3-4A>') ^WWK^f^] -<^X75K 

(^-1 : 1 4) 

mp. (amorphous) . 

1H-NMR (270MHz, DMS0-d6) : 4. 43 (2H, d, J=6. 6Hz) , 4.69 
(2H, s), 6.83UH, t, J=6.6Hz), 6. 91 (1H, d, J=8. 1Hz), 7. 
68(lH,d,J=6. 6Hz), 7.82(2H,d, J=8. 1Hz), 8.21(lH,d,J= 
4.4Hz), 8.35(lH,d, J=2. 2Hz), 8. 81 (1H, t, J=6. 6Hz), 9. 
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48 (1H, s), 9. 75(lH, s). 

IR(KBr)cm-l: 3399, 1664, 1535, 1236, 1064. 

[0 2 6 4] mmm 9 6 

n— (2-r>;;7x^) -a- [2- [n- 

K m~ 1 : fls*4fc»*7 7) co^j& 
(9 6-1) fl/7^;vr/VftKi3. 40 g (2 
2. 6mmol) (DF/^xy (25ml) 
-A^n^K (4ml) $r^3Px. s 8 0t-C2^M 

(5 0ml) fcWKU »^n7>fKS:IS8lt, HJfc 
^iJlOX^ (1 -2) (Dit&%04. 16g (2 0. 0m 
mo 1 ) <£>THF (10ml) h U ^^)VT ^ >• 

(6ml, 4 2. 8mmo 1 ) $ bK^cKMM 

[0 2 6 5] 5R*Hti»*tt* &*nfi#7fc£*n;t. 

tx^i fe^fc^atsr > y # y/v* 9 a * * ^ f 

= 10:1) T^fMU N- [2- (N- t e r t -zf 

yX7^K3. 4 2g (i|K^5 0. 2%) SrSHSfeHft: 

1H NMR (270MHz, CDC13)6ppm: 1.52(9H, s), 6.77(lH,b 
r. s), 7. 16-7. 18(2H,m),7.23-7.26(lH,m), 7. 88(lH,d,J 
=8. 8Hz) , 7. 98 (2H, d, J=8. 8Hz) , 8. 13 (2H, d, J=8. 8Hz) , 
9.57(lH,br. s), 10. 11(1H, br. s). 
IR(KBr)cm-l : 3326, 3251, 1707, 1696, 1659, 1603, 1165. 

[0 2 6 6] (96-2) XM (9 6 - 1) X^bfl 
tclk&ty) 3 . Og (8. 8 2mmol) joit/xh^ 
x;U^ f /V h y 7 x x;V^7 7 >f y 4 . 5g (1 
2 . 9 mm o 1 ) <D Y/V=^y (10ml) WRWL^^M 

ai8ot^ 5. sPMMWfufco mm^ 

/V=2 0 : 1) tfit, ^fvV 4- [N- [2- 
(N-tert-T'F^;^^) T^/^^xi 

/v] r^y^/w^/v] i/yt^-h3. 3 g (jr$s9 
l. i%) *r/v7 7 xVtmfck ttffco 

1H NMR (270MHz, CDC13)6ppm: 1. 35 (3H, t, J=7. 3Hz) , 1. 
52 (9H, s), 4.28(2H,q, J=7. 3Hz), 6. 52(1H, d, J=15. 1Hz), 

6.80(lH,br. s), 7. 16-7. 25 (3H, m) , 7. 61 (2H, d, J=8. 1H 
z), 7.71(lH,d, J=15. 1Hz), 7. 82 (1H, d, 7. 3Hz) , 7.98(2 
H,d, J=8. 1Hz), 9. 34(lH,br. s). 

[0267] (96-3) XM (96-2) T*# htl 
tcit&yv 2 . 50g (6. 09mmol) (DTHF (3 
0ml) — fV (4 0ml) M^tCttSSUftTl 

0%Pd/C (*7k, 0. 5g) «rjDnx.fc«. 
T3 0»WLt &*«»Lfc«L ilUKtrttilL 



9N- [2- (N- t e r t — ^ h 3r S^/UJtf^AO T 
^/7x^;V] -4- (2 -3i h^v^/V^/l^^ 
/U) -<yX7^ K2. 23 g 0fcs$&8 8. 8%) £r6£ 

ur#fc 0 

1H NMR (270MHz, CDC13) 6 ppm: 1. 25(3H, t, J=7. 3Hz), 1. 
52(9H,s), 2.65(2H,t, J=7. 3Hz), 3. 02 (2H, t, J=7. 3Hz) , 
4. 13(2H,q, J=7. 3Hz), 6. 77 (1H, br. s) , 7. 16-7. 33 (5H, 
m), 7. 78(lH,d, J=8. 1Hz), 7. 89 (2H, d, J=8. 8Hz) , 9.06(1 
H, br. s). 

[0 2 6 8] (96-4) XM (9 6-3) 
fcfl:-S*2. 2 1g (5. 36mmol) 

(1 0ml) (15ml) MRfcJcHftyf^A 

1 TKfP^J 0 . 3 7 g ( 8 . 8 2 mm o 1 ) Sr^Px.. 4 0 

ts-e 3 i^m^ u^co i o %*»7K**kst*djL, 

9, N- [2- (N-tert-7'b^;Wfx;V) 
T ^ /7xx;l/] -4- (2 -tf/W^v'^^v^) 
XT ^ K 1 . 8 7g 0fcs£9 0. 8%) 

1H NMR (270MHz, DMS0-d6) 6 ppm: 1.45(9H, s), 2.59(2H, 
t, J=7. 3Hz) , 2. 91 (2H, t, J=7. 3Hz) , 7. 13-7. 20 (2H, m) , 
7. 40 (2H, d, J=8. 1Hz) , 7. 54 (2H, dd, J=7. 3, 2. 1Hz) , 7. 88 (2 
H,d, J=8. 1Hz), 8. 66(lH,br. s), 9. 79(1H, br. s). 

[0 2 6 9] (96-5) (9 6-4) Xnbfr 

tcit&yoO. 12g (0. 3mmol)(D^y (5 
m 1 ) SBM&iC h y ai^UT^ >-0. 1ml (0. 7m 
mo 1) ^J:Wl/^a7^-7'4A0. 3 g 

x., wtttro. smmm&i-ito ^<Dmm^jy=c 

;VT*JYQ. 15ml (0. 7mmol) 
-/VO. 4ml (3. 8mmol) SrjbP*.. ££i-2. 

[0 2 7 0] 4MJI*:fHMft« »«M*tt#fe*ifc 

A- A : ftg£;n3vW= 4:1) Tflf»-r£ r t \CX D , N 
- [2- (N— t e r t h —AO T ^ / 

-7zc^?V\ -4- [2- (N-^VSM^Srv^Atf?— 
;U7 5: J ) 3i^/W] ^yX7 ;Kl29mg (88%) 

1H NMR (270MHz, CDC13)6ppm: 1.51(9H,s), 2.89(2H,t, 
J=7. 3Hz) , 3. 45-3. 54 (2H, m) , 4. 80 (1H, m) , 5. 10 (2H, s) , 

6.76(lH,br. s), 7. 20-7. 38(10H, m), 7. 79 (1H, d, J=8. 8H 
z), 7.89(2H,d, J=8. 1Hz), 9. 10 (1H, br. s). 

[0 2 7 1 ] (96-6) Jim (9 6-5) X^htl 
fZit&yo 1 2 9 m g (0. 26 mm o 1 ) <D * 2 / —/V 
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(10ml) »ti^TlO%Pd/C (#7k, 
0. 0 5g) fcfll*.. **«j*T2#IB»*bfc c tttt 

nn^^V (5ml) (C^bfc 0 rcO^M^3-b°y 
^■HfetKtttfcO. 18g (1. 0 4mmol) 

$^^hyxf/vr^yo. 28g (2. Ommo 
1) SrJDATTkJ'&Lfc, tK^T. 2-^nn-l, 3- 
v 5 ^ f ^ ^/ D - n 7^ KO . 17g (1. 

Ommo 1) 2B#W*#Lfco IBRlMMetrftl 

10:1) -zmmrz>z.kK.z*)s n- [2- cn- t 

e r t — :/ h ^rV^^#^/l/) T^y^m— /V] -4- 

[2- [n— (try^y-s-^) rtf;vr^/] 

^yXT^KSOmg OR* 4 0%) 

[0 2 7 2] 1H NMR (270MHz, CDC 13) 6ppm: 1.48(9H, 
s), 2.80(2H, t, J=6.6Hz), 3. 42(2H,m), 3. 52 (2H, s), 6.3 
3(lH,t-like, J=5. 9Hz), 7. 09(2H, d, J=8. 1Hz), 7.14-7.2 
0(2H,m), 7. 24(lH,dd, J=4.4, 7. 3Hz), 7. 41 (1H, dd, J=3. 
7,5.9Hz), 7.50(1H, s), 7. 58 (1H, dd, J=l. 5, 5. 9Hz) , 7.6 
9 (1H, dd, J=3. 7, 5. 9Hz) , 7. 75 (2H, d, J=8. 1Hz) , 8. 22 (1H, 
d, J=2. 1Hz) , 8. 44 (1H, dd, J=l. 5, 4. 4Hz) , 9. 49 (1H, br. 
s). 

[0 2 7 3] (96-7) (9 6-6) (Dj^ 

5 Omg (0. 1 Ommo 1 ) (Diy^r^^-> (2ml) 

-**s—A' (imi) mm^4Mi£M.m-v**c^> 
(2mi) &m?t, 5*$mnkwi>ito 

- [2- [N~ 3 -^fr) T±^/UT $ 

y] zn^vv] ^yX7^ K2 2mg Ofc^5 9%) £rT 

[0 2 7 4] mp. (amorphous) . 
1H NMR (270MHz, DMS0-d6) 8 ppm: 2. 70-2. 90 (4H, m) , 3.4 
2(2H, s), 4. 89(2H,br. s), 6. 60 (1H, dd, J=7. 3, 7. 3Hz), 
6. 78 (1H, d, J=7. 3Hz) , 6. 97 (1H, dd, J=7. 3, 7. 3Hz) , 7. 16 (1 
H, d, J=7. 3Hz) , 7. 29-7. 32 (3H, m) , 7. 59 (1H, d, J=8. 1Hz) , 

7.89(lH,d, J=8. 1Hz), 8. 22(1H, t-like) , 8.41-8.43(2 
H,m), 9.62(1H, br. s). 

[0275] mmm 9 7 

n- (2 -r^ y y^^jv) -4- [2- [n- (3- 

:<b^**#8 0) <D&& 

(9 7-1) HJ£#!9 6tf>X*£ (9 6-4) -C#£>;ft 
ftit&tfoO. 58 g (1. 5 mmo 1 ) (O&fvu** 
y(5ml)fiii»:, 3 - y/VT ^ >0. 22g 

(2. Ommo 1) ioi^Mixf/WT^ VO. 56m 



1 (4. Ommol) £r#P;Lfc 0 7k^T\ 
1, 3-^f/W5^/!)-!)A^D7>f KO. 3 9 
g (2. Ommo 1) ^nn^y (5ml) ^ 
SrJD*. 1. 5l$ra»#Ufco l»M**rlO*.fcflK 

[0 2 7 6] fi?p*S7K-eas^», tttt. 

LT#k*i7t3^*^> y # ^/VX7 7 A ^ d 

7K=1 0 0 : 1 0 : 1) -efi[«t5 £ <t K X V , N — 
[2- (N-ter t-^h ^ Vyfr/V'Tff—A') 7^/7 

^—a-] -4- [2- [n- ( 3 - 1° ^ y /V) r^y# 

A^rvV-] m^/v] -<yX7^ KO. 7 1 g (IR*9 4 

%) ur#fc e 

1H NMR (270MHz, CDC13)6ppm: 1.45(9H,s), 2.42(2H, t, 
J=7.3Hz), 2.98(2H, t, J=7.3Hz), 4. 32 (2H, d, J=6. 6Hz) , 
6.44UH, t, J=6.6Hz), 7. 14-7. 27 (5H, m), 7. 48-7. 57 (3H, 
m), 7.63-7. 68 (3H,m), 7. 90 (1H, d, J=2. 1Hz) , 8.43(lH,d 
d, J=l. 4, 4. 4Hz) , 9. 86 (1H, br. s) . 
[0 2 7 7] (97-2) It (9 7-1) 
0 . 7 0 g ( 1 . 4 7 mm o 1 ) (Di^^^> ( 5 m 

i) Mic4l^M-mfy (5ml) ^nx., 

££>Uiy*/-/V (2ml) fcJm*T*flT*2l*MJi# 

@#£raiEu C^icfc 9, N — (2-7^7 

rc^/V) -4- [2- [N — ( 3 - h° ^ y yu) T * S # 
;V&^;V] -<yX7^ KO. 42g (JR^s 7 

6. 3%) ^rfLe^S^^ UT#fc e 
[ 0 2 7 8 ] mp. 168-170^C. 
1H NMR (270MHz, DMS0-d6) 6 ppm: 2. 47-2. 53 (2H, m) , 2.9 
3 (2H, t, J=7. 3Hz) , 4. 27 (2H, d, J=5. 9Hz) , 4. 90 (2H, br. 
s), 6.60(lH,dd, J=7.3,7.3Hz), 6. 78 (1H, d, J=8. 1Hz) , 

6. 97 (1H, dd, J=6. 6, 7. 3Hz) , 7. 16 (1H, d, J=6. 6Hz) , 7. 28- 

7. 35 (1H, m) , 7. 33 (2H, d, J=8. 1Hz) , 7. 49 (1H, dd, J=2. 1, 
5.9Hz), 7.89(2H,d, J=8. 1Hz), 8. 39-8. 44 (3H, m), 9.62 
(1H, br. s). 

IR(KBr)cm-l : 3313, 1641, 1523, 1457, 1300, 748, 713. 
[0 2 7 9] HIM 9 8 

N— (2-7^7 7x=/l/) -4- [ (b°y^^-3- 

^ K m~ 1 : {b^4fe#^8 5) <D&)& 
(9 8-1) 4-tKn^f;K>yx 
-M. 99g (12. Ommol) <£>THF (20m 

i) mmzm&xN, n* -*a>&=.at*m %#*s— ^ 

1. 78g (11. Ommol) ^Pt, l^rMSI^U 
fc 0 r ^M^^f 3 - fc'n y /i,/ ^ y i . 08g 
(10. Ommol) SrflPx., 3. 5»KJ»tm 
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[0280] mmm ^fp^**^***, mm 

^- (g^m^vV) Tit®£bT, N — (4-7< 

/v^r^/v) ^vv^/w^-^ix^/v^^/v- 3 - y /wr 

5^2. 76 g (J&^9 1. 9%) 

1H NMR (270MHz, CDC13)6ppm: 3.91(3H, s), 4. 40(2H,d, 
J=5.9Hz), 5. 18(2H, s),5. 50(lH,br. s), 7. 24-7. 28 (1H, 
m) , 7. 40 (2H, d, J=8. 1Hz) , 7. 65 (1H, d, J=7. 3Hz) , 8. 02 (2 
H, d, J=8. 8Hz) , 8. 50-8. 53 (2H, m) . 
[0281] (98-2) XM (98-1) <Dit&%0 
2. 4 0 g (8. Ommo 1 ) <Ot# / — /V (10m 
1) (2 0ml) MMKI^ TK^y^^Al^KfP 

ifelO. 4 2 g (10. Ommo 1 ) ^fiT? 5 B$ 

n»# ufco i o % w*ffiKfttjn ( P H2- 

9, N- (4 -^/V^vO ^O-i^/^^^/^^/V 

- 3 -tr=i y/wr 5: >-i . 8 3 g 01x^79. 9%) & 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 24 (2H, d, J=5. 9Hz) , 
5. 13 (2H, s) , 7. 33-7. 38 (1H, m) , 7. 46 (2H, d, J=8. 1Hz) , 
7. 94 (2H, d, J=8. 1Hz) , 7. 95-8. 01 (1H, m) , 8. 46 (1H, d, J= 
5.1Hz), 8.49(lH,d, J=1.5Hz), 13. 0(1H, br. s) . 
[0 2 8 2] (98-3) Xm (9 8-2) CD^^* 
1. 2 6 g (4. 4mmo 1) (O^np^^y (2 0 
m 1 ) SW:t^rf y n K 1 . 0ml (1 
1. 4ml) &&*\zMtL. £ bi:DMF«ttx.fc 
«M"eiOm $P>IC4 0t"e3 0^TO#tfco 

(10ml) SrAP^fc«, Sk»U Zb\cWfomi<DJL 
U (1-2) ^fc*tfc*M*0. 83g (4. Omm 
o 1) (DWnntfZ/ (8ml) — VV&y (8m 

[0 2 8 3] «&frSWzk£;DPx.;fc«. ^on^ti 

y vi/&&n\^iz. 0 #?>ixfc»*4r^y*^7A^ 

N— [2- (N- t e r t -7 T ^ 

/yzr.^;v] -4- [ (t°y — (M *?~;VT 
* ; %;vi$^.;v**cis* ^/v] ^yXT ^ K 1 . 4 0 g 
(42*7 3. 4%) *8H»feH#fc LTWfc. 
1H NMR (270MHz, CDC13)Sppm: 1.51(9H, s), 4.40(2H,d, 
J=5.9Hz), 5. 19 (2H, s),5. 56(lH,m), 7. 07 (1H, br. s) , 7. 
14-7.31(4H,m), 7. 43(2H, d, J=8. 1Hz), 7. 65 (1H, d, J=8. 1 
Hz), 7.76(lH,d, J=7.3Hz), 7. 95(2H, d, J=8. 1Hz), 8.52 
(2H, d, J=4. 1Hz) , 9. 32 (1H, br. s). 

[0284] (98-4) It (98-3) <Dfc&m 



1 . 0 0 g ( 2 . 10 mm o 1 ) <Di>t^t V ( 1 0 m 

i) -*9/—n> (2mn mmiz.mm.-c 4 MfeMM- 

ttttis (9ml) Sr»Px.T2^BB«»Ufco ^fnfi 
(1:1) -camUfco *-«WS:«a3fti**7fc-Cft»». 

i-^rir^J;^, N- (2-7^ /7x^) -4- 
[ (trys^-3 — **?)vt ^y^/i^-v^*-* 
v^^/Kl ^yxr? KO. 79 g (5£fiitt) 

Lt#t 0 
[0 2 8 5] mp. 139-141^ 
1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 25 (2H, d, J=5. 9Hz) , 
4.90(2H, s), 5. 13 (2H, s), 6. 60 (1H, dd, J=6. 6, 7. 3Hz) , 
6. 78 (1H, d, J=7. 3Hz) , 6. 97 (1H, dd, J=6. 6, 7. 3Hz) ,7.17(1 
H, d, J=7. 3Hz) , 7. 36 (1H, dd, J=4. 4, 8. 1Hz) , 7. 47 (2H, d, J 
=8. 1Hz), 7.67(lH,d, J=8. 1Hz), 7. 97 (2H, d, J=7. 3Hz) , 
7.90-8.00(lH,m), 8. 46 (1H, dd, J=l. 5, 5. 1Hz), 8.49(1H, 
d,J=2. 1Hz), 9. 65(lH,br. s). 

IR(KBr)cm-l: 3326 (br), 1694, 1637, 1526, 1458, 1147, 75 
0, 712. 
[0 2 8 6] 9 

n- -a- [3- W^yy— 

/V] ^yX7^; K m~ 1 : ffrg«**2 1 5) 
mp. (amorphous) . 

1H NMR (270MHz, DMS0~d6) 6 ppm: 1. 80-1. 89(2H, m) , 2.9 
4-3.02(2H,m), 3. 98 (2H, t, J=7. 3Hz) , 4.88(2H, s), 5.11 
(2H, s), 6.55-6.63(lH,m), 6. 76-6. 97 (3H, m) , 7.10-7.1 
8(2H,m), 7.43-7.48(3H,m), 7. 61 (1H, s), 7.98(2H,d,J= 
8.1Hz), 9. 66 (1H, s). 

[0 2 8 7] mi&M 100 
N- (2 -T ^ 7 -4- (7x^/V7tf;V 

7;/) ^<yX7; K (^-1 :ffr&4fc##2) 

(10 0-1) 1 coxa (1-2) 

^16. 6 g (8 Ommo 1) (D^nn^^y (1 2 
0ml) »MJx^7^16. 8ml (12 0 
mmol) Sr^Px.. $ bKlTW&T* 4 — ~ hn^y/^ 
;^P7^K16. Og (8 6. 4mmol) <Di/?v 
n^y (40ml) KM^Ik^ \z.mtt&, 7 B#p B 1S 

[0288] tits: i mimMTkmm. &mmm*, 
*bfc»««r^>f y y^ tvvx-f/K^jits r. £ * 

9. N- [2- (N-ter t-/F^;^;V7 
S /) 7x^U] -4-~ hP^XT ^ K2 8. Og 
(iR*9 8%) «r»«tfti*i:tt#fc, 

1H NMR (270MHz, CDC13) 6 ppm: 1.53(9H, s), 7.17-7.29 
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(4H,m), 7.85(lH,br.d, J=7.3Hz), 8. 17 (2H, d, J=8. 8Hz), 

8. 32 (2H, d, J=8. 8Hz) , 9. 88 ( 1H, br . s) . 

[0289] (100-2) XM (10 0-1) 
tz.it^^02A. Og (6 7. 2 mm o 1) CDTHF (8 
0ml) (8 0ml) ^*«^^|R^«E 

T10%Pd/C 2. 4g) SrJn*.. 

^1 t) . N- [2- (N- t e r t- 

^F^/vtour^;) - 4 -r ^ y^ 

>X7^ K18. 96 g 01X^8 6%) ^ewtL 

1H NMR (270MHz, DMS0-d6) 8 ppm: 1. 46 (9H. s) , 5. 84 (2H, 
s), 6. 61(2H,d, J=8.8Hz), 7. 10-7. 18(2H, m), 7.46-7.55 
(2H,m), 7.68(2H,d, J=8.8Hz), 8.67(1H, s), 9.49(1H, 
s). 

[0290] (100-3) (100-2) 
fcik&yo 1 . 6g (4. 8 8mmol) CD^fc;* ^ 1^ 
^ (15ml) h°y v>>-0. 8ml (9. 9mm 

0 1 ) , y^—tVTt^fV? n^-T KO. 9 6ml 
(7. 2 6mmol) SrJD*. 1 0IB«#Lfc. ®S»T 

«L ffffltfcgfiSrilfeU N- [2- (N 

-tert-^h^/V^/Vr;/) 7 ai^/^] - 
4- (7x^/^7tf/l/7^/)^yX7^ Kl. 66 
g (IR*7 6%) Sr»fc p 

[0291] (100-4) X3g (1 0 0-3) ~e# 
fcf^lg (2. 2 4mmol) <^7tF^MJ;^ 
^ (2 5ml) i^lT*3-Khy^f/^>7V0. 8 
8ml (6. 18mmol) ^0i3Wa^t/c o S 

M?*£flLt\ n- (2-r^y7xx;>) -4- 

x^7tf^7^y) -<yX7^ K0. 29 g (ifcSjS 
3 8%) SrfifeJlSfttU-C»fc. 

[0 2 9 2] mp. 232-237^. 
1H NMR (270MHz, DMS0-d6) 6 ppm: 3. 69 (2H, s), 4.90(2H, 
s), 6. 60 (1H, t,J=7.3Hz), 6. 77 (1H, d, J=7. 3Hz) , 6.96(1 
H, t, J=7. 3Hz) , 7. 15 (1H, d, J=7. 4Hz) , 7. 22-7. 35 (5H, m) , 

7. 72 (2H, d, J=8. 8Hz) , 7. 95 (2H, d, J=8. 8Hz) , 9. 57 ( 1H, 
s), 10.43QH, s)IR(KBr)cm-l: 2937,2764,1660,1598,15 
06, 1459. 

[0293] mmm loot mm<Dum^£ v , rn&w 

1 o i t>^mmm 1 2 s ©fls^sr-frjaufc. sitk, 

fM*«>lB/S (mp.) , 1H NMR. IRG>Ste««r^-r D 

[0294] mmrn 101 

n- (2-r^y 7=^^/i>) -4- [ (4 --y azz=~/uy 
r ^ /] -<yX7^ K (^-1 : {c^mm^ 

4) 

mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 6 ppm: 1. 91 (2H, hep, J=7. 3H 



z) , 2. 37 (2H, t, J=7. 3Hz) , 2. 64 (2H, t, J=7. 3Hz) , 5. 0 (2H, 
br. s), 6. 61 (1H, t,7. 0Hz), 6. 79 (1H, dd, J=l. 5, 8. 1Hz), 
6. 97 (1H, t, J=7. 0Hz), 7. 10-7. 40 (6H, m), 7. 71 (2H, d, J= 
8.8Hz), 7.94(2H,d, J=8.8Hz), 9. 57(lH,s), 10. 15 (1H, 
s). IR(KBr)cm-l; 3344, 1687, 1603, 1542, 1460, 1315, 103 
3, 842, 737. 

[0295] mmm 102 

N- ( 2 -T % / 7zn^/U) -4- [ (4-^nn7i 

#-*§-i 5) 

mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 8 ppm: 3. 72 (2H, s) , 7. 29-7. 43 
(8H, m) , 7. 77 (2H, d, J=8. 8Hz) , 8. 00 (2H, d, J=8. 8Hz) , 10. 29 
(1H, s), 10. 52 (1H, s). IR(KBr)cm-l: 3300, 2868, 1664, 163 
8, 1520. 
[0 2 9 6] mMffl 103 
N- (2-7^/7x^) -4- [ (2 -~ h v 7 =^ 

^;v7tt;v) r^y] -<yx7^ k mmm (*- 
i : i 9 (Dmmm 

mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4.20(2H, s), 7.20-7.3 
0(3H,m), 7.40-7.45(lH,m), 7. 60(2H,d), 7.71-7.77(3 
H,m), 8.02-8. 10 (4H,m), 10. 27 (1H, br. s), 10.64(lH,b 
r. s) . 

IR(KBr)cm-l: 3263, 1676, 1647, 1518, 1184, 759. 

[0297] mmm 104 

N- (2-7^/7x^;H - 4 - [ (4-^hn7i 
^;W7tf/^ T^y] -O-Xr^ K (^-l \\\^m 

#-§-2 i) 

mp. 222-226 c C. 

1H NMR (270MHz, DMS0-d6) 6 ppm : 3.90(2H, s), 4.96(2H, 
br. s), 6. 60 (1H, dt, J=l. 5, 6. 6Hz), 6. 78 (1H, dd, J=l. 5, 
6.6Hz), 6.97(lH,dt, J=l. 5, 6. 6Hz), 7. 15 (1H, dd, J=l. 5, 
6.6Hz), 7.63(2H,d, J=8.8Hz), 7. 71 (2H, d, J=8. 8Hz), 7. 
95 (2H, d, J=8. 8Hz) , 8. 22 (2H, d, J=8. 8Hz) , 9. 59 (1H, s) , 1 
0. 54 (1H, s). 

IR(KBr)cm-l: 3395, 3334, 1671, 1630, 1519, 1346. 

[0298] mmm 105 

N- (2 ~T ^ /-7zr.^/\y) -4- [ (2-7^/7x 
^;V7tf;V) T ^ y ] -<yX7 5 K 1 : 

#-^2 2) 

mp. 177-182^ (dec). 

1H NMR (270MHz, DMS0-d6) 6 ppm: 3.54(2H, s), 4.88(2H, 
br. s), 5.09(2H,br. s),6.55(lH, dd, J=6. 6, 7. 3Hz), 6.59 
(1H, dd, J=7. 3, 7. 3Hz), 6. 68(1H, d, J=7. 3Hz) , 6. 78(1H, 
d, J=7. 3Hz) , 6. 96 (2H, dd, J=7. 3, 7. 3Hz) , 7. 06 (1H, d, J= 
6.6Hz), 7. 15(lH,d,J=7.3Hz), 7. 71 (2H, d, J=8. 8Hz), 7. 
95(2H,d, J=8. 8Hz), 9. 57 (1H, br. s), 10. 39 (1H, br. s). 
IR(KBr)cm-l: 3374, 3256 (br. ), 1683, 1597, 1503, 1317, 12 
62, 1180, 1153, 747. 
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[0 2 9 9] mmm ioe 

N- (2 J 7i^) -4- [ (4-7^;7x 

^/ur-ir^-yu) rsy] ^yxr^; K (m- i : ft** 

##2 6) 

mp. 219-226^ (dec). 

1H NMR (270MHz, DMS0-d6) 6 ppm: 3.46(2H, s), 4.93(4H, 
br. s) , 6. 52 (2H, d, J=8. 1Hz) , 6. 59 (1H, dt, J=l. 5, 7. 3H 
z), 6. 77(lH,dd,J=1.4, 7. 3Hz), 6. 97 (1H, dt, J=l. 4, 7. 3H 
z), 6.99(2H,d,J=8. 1Hz), 7. 15 (1H, dd, J=l. 5, 7. 3Hz), 
7. 70 (2H, d, J=8. 8Hz) , 7. 93 (2H, d, J=8. 8Hz) . 
IR(KBr)cm-l: 3278, 3032, 1675, 1628, 1516. 

[0300] mmm 107 

N- (2-7^/7x^/V) -4- [ (4 h^rv^^ 

oi^/urir^) y ] -<^xr ^ K (^-1 : it^ 
mm^z 2) 

mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 8 ppm : 3.62(2H, s), 3.74(3 
H, s), 6.90(2H,d, J=8. 8Hz), 7. 26 (2H. d. J=8. 8Hz) , 7.30 
(3H,m), 7.39(lH,m), 7. 77 (2H, d, J=8. 8Hz), 7.99(2H,d, 
J=8.8Hz), 10. 26(lH,s), 10.44(lH,s). 
IR(KBr)cm-l: 3300, 2759, 1670, 1638, 1514, 1250. 

[0301] mmm ios 

N- ( 2 — T ^ 7 7x^/V) -4- [ [4- (N, N- 

5 K «-l : ft£*##5 3) 
mp. 140^. 

1H NMR (270MHz, DMS0-d6) 8 ppm: 3. 04 (6H, s) , 3. 67 (2H, 
s) , 7. 16 (2H, d, J=8. 1Hz) , 7. 29-7. 40 (6H, m) , 7. 76 (2H, 
d, J=8. 8Hz) , 7. 99 (2H, d, J=8. 8Hz) , 10. 29 (1H, s) , 10. 47 
(1H, s). 

IR(KBr)cm-l : 3244, 2951, 2639, 1647, 1599, 1507. 

[0 30 2] %mm 109 
N- (2-7^7x^) -4- [ (4-hl)7;Vt 

ny ^-/u^^^/isT-t^M r^y] -oxr s K m 

-1 : ft-g*#-JM 3) 
mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 8 ppm : 3.84(2H,s), 6.89(1H, 
t,J=7.4Hz), 7. 00(lH,d, J=7. 4Hz), 7. 11 (1H, t, J=7. 4H 
z), 7. 25(lH,d, J=7.4Hz), 7. 57 (2H, d, J=8. 8Hz) , 7.71(2 
H, d, J=8. 8Hz) , 7. 73 (2H, d, J=8. 8Hz) , 7. 97 (2H, d, J=8. 8H 
z), 9.87(lH,s), 10.54(lH,s). 
IR(KBr)cm-l: 3260, 1664, 1605, 1521, 1327, 1119. 

[0303] nmm no 

n- (2 -r ^ y y^-;v) -4- [ (t°v i?z/- 2 - 
-f/u) r-ir^/wr^y] ^yxr; k 

1 : ft£*#* 1 7 4 OttUMO 
mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 8 ppm: 4.60(2H, s), 7.30-7.4 

6 (3H, m) , 7. 56 ( 1H, d, J=7. 4Hz) , 7. 79 (2H, d, J=8. 8Hz) , 
7.95(lH,t, J=6. 6Hz), 8. 01 (1H, d, J=7. 4Hz) , 8. ll(2H,d, 



J=8.8Hz), 8.49(1H, t, J=7.4Hz), 8. 87 (1H, d, J=5. 1Hz), 
10. 46(1H, s). 

[0304] mmm 1 1 1 

n- (2-75/7^) -4- [ (f yv?y-3- 
-r/p) r-fe^r^y] -<yX7-; k 2^^ (3<- 

1 : ft-&*#-J§- 6 8 CDJtSfcit) 
mp. 182-189^ (dec. ). 

1H NMR (270MHz, DMS0-d6) 8 ppm : 4. 12 (2H, s), 7.29-7.5 
9(4H,m), 7.80(2H,d, J=8.8Hz), 8.05(lH,m), 8.11(2H, 
d, J=8. 8Hz) , 8. 57 (1H, d, J=8. 1Hz) , 8. 85 (1H, d, J=5. 2H 
z), 8.95(1H, s), 10. 25 (1H, s), 10.48(1H, s). 

[0305] mmm 112 

N— (2-T ^ y 7x^/V) -4- [ [3- (fc'Uv^ 

-3— f/v) Xn/v^^] r^y] ^yX7-; K 

-1 :ft<&*#-*6 9) 
mp. 184-186^. 

1H NMR (270MHz, DMS0-d6) 6 ppm: 2. 80 (2H, t, J=7. 3Hz) , 
3. 08 (2H, t, J=7. 3Hz) , 6. 87 (1H, t, J=8. 0Hz) , 6. 99 (1H, d 
d, J=1.4,8.0Hz), 7. ll(lH,dt, J=l. 4, 8. 0Hz) , 7.25(1H, 
d,J=8.0Hz), 7. 70(2H,d, J=8.8Hz), 7. 77 (1H, dd, J=5. 8, 
8.0Hz), 7.96(2H,d, J=8.8Hz), 8. 22 (1H, d, J=8. 0Hz), 8. 
75 (1H, d, J=1.4Hz), 9.83(lH,s), 10. 25 (1H, s). 

[0306] mmm 1 1 3 

N- (2-7;/7x^) - 2 00-4- [3 — 

(try^- 3 -^aO yn/v^/v7^/] ^yX7 

^ K (i£-l :ft£*#-^l 2 3) 
mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 6 ppm : 2. 70 (2H, t, J=8. 1Hz), 
2.96(2H, t, J=7.3Hz), 4. 74 (2H, br. s) , 6. 60 (1H, t, J=6. 
6Hz), 6. 78 (1H, d, J=6.6Hz), 6. 95 (1H, t, J=6. 6Hz), 7.19 
(1H, dd, J=l. 5, 7. 3Hz) , 7. 29(1H, dd, J=5. 1, 7. 3Hz) , 7. 66 
(2H, d, J=8. 8Hz) , 7. 92 (2H, d, J=8. 8Hz) , 8. 48 (1H, d, J=2. 2 
Hz), 9.37(lH,s), 10.00(lH,s). 
IR(KBr)cm-l: 3273, 1675, 1519, 1315, 1181,852,747. 
[0 3 0 7] Hlfc^J 1 1 4 

n- yy^^/i/) -4- [ [n- (t°y t?> 

y ^yu-N- h y 7;^n7tf;l/7 5 
y] Tir^r^y] ^yX7-; K (*- 1 : ft<&*# 

f 107) 

mp. 145^ (dec). 

1H NMR (270MHz, DMS0-d6) 8 ppm: 4. 18 and 4. 42 (total 
2H, s), 4. 73 and 4. 83 (total 2H, s), 4. 87 (2H, br. s) , 
6. 60 (1H, dd, J=7. 3, 8. 1Hz) , 6. 78 (1H, d, J=8. 1Hz) , 6. 96 (1 
H,dd, J=7. 3, 7. 3Hz), 7. 16(1H, d, J=8. 1Hz), 7.35-7.45(1 
H,m), 7.66(2H, d, J=5.9Hz), 7. 70-7. 80 (1H, m), 7.90-8. 
00(2H,m), 8.51-8.55(lH,m), 8. 58 (1H, s), 9. 60 (IH.br. 
s) , 10. 36 and 10. 43 (total 1H, br. s) . 

[0308] nmm 1 1 5 

n- (2 -r ^ y y^~;\s) -4- [ [n- (fc°y s^v 



-63- 



^ K : it&lfottl 0 5) 

mp. 160^ (dec). 

1H NMR (270MHz, DMSO-d6) 8 ppm : 3.30(2H, s), 3.79(2H, 
s), 4.88(2H,s), 6. 60(lH,dd, J-7. 3, 7.3Hz), 6. 78(1H, 
d,J=8. 1Hz), 6.97(lH,dd, J=7.3,8. 1Hz), 7. 16(lH,d,J= 
8.1Hz), 7.74(2H,d, J=8.8Hz), 7. 80 (1H, d, J=7. 3Hz), 7. 
95 (2H, d, J=8. 1Hz) , 8. 46 (1H, d, J=3. 7Hz) , 8. 57 (1H, s) , 
9. 57 (1H, s), 10. 08(lH,br. s). 

IR(KBr)cm-l : 3298, 1693, 1637, 1602, 1544, 1454, 1262, 84 
8, 762. 

[0 3 0 9] MMM 116 

n- -4- [n — (ti^y- 

0 4) 

mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 8 ppm: 4. 43 (2H, d, J=6. 6Hz) , 
4. 90 (2H, br. s) , 6. 60 (1H, dd, J=6. 6, 7. 3Hz) , 6. 78 (1H, d, 
J=7.3Hz), 6.97(lH,ddd, J=l. 5, 6. 6, 7. 3Hz), 7. 16(lH,d, 
J=7. 3Hz) , 7. 37 (1H, dd, J=4. 4, 8. 1Hz) , 7. 73 (1H, d, J=8. 1 
Hz) , 7. 96 and 7. 96 (4H, AA' BB' , J=9. 4Hz) , 8. 47 (1H, dd, 
J=1.5,5. 1Hz), 8. 56(lH,d, J=l. 5Hz), 9.59(1H, s), 9.67 
(1H, t, J=6. 6Hz) , 10. 92 (1H, br. s) . 
IR(KBr)cm-l: 3299, 1644, 1518, 1320, 1119, 748. 

[0310] 117 
N- (2-T X /7x^) -4- [ [N— J) 
-3 — f/u) ^f;U-N-^3fy>f^7^;3 Tir^- 
;vy * y ] -<yxr^ K (^- l : ik&mm^i 0 6) 

mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 8 ppm: 4. 11 (major 2H, s), 4. 
26 (minor 2H,s), 4. 75 (ma jor 2H, s) , 4. 65 (minor 2H, 
s) , 4. 88 (total 2H, br. s) , 6. 60 (total 1H, dd, J=7. 3, 8. 
1Hz), 6. 78 (total 1H, d, J=7. 3Hz) , 6. 97 (total 1H, dd, J 
=7.3,8. 1Hz), 7. 15 (total 1H, d, J=8. 1Hz), 7. 41-7. 95 (t 
otal 8H,m), 8. 46-8. 52 (total 1H, m), 8. 63-8. 70 (total 

2H,m), 9. 59 (total lH,s), 10. 22 (major 1H, br. s), 1 
0. 37 (minor 1H, br. s) . 

IR(KBr)cm-l:3269, 1701, 1637, 1603, 1534, 1506, 1312, 125 

4, 752. 

[0311] 118 

n- (2-r^7^) -4- [ [4- (try 
-3 — f/w) y] ^xr; k (m- 

1 : flS#*»*7 0) 
mp. 165-167^ (dec. ). 

1H NMR (270MHz, DMS0-d6) 6 ppm: 1. 88-1. 99 (2H, m) , 2. 6 
8 (2H, t, J=7. 3Hz) , 2. 39 (2H, t, J=7. 3Hz) , 6. 78-6. 81 (1H, 
m), 6. 94-6. 99(lH,m), 7. 15-7. 18 (1H, m) , 7.34-7.39(1 
H,m), 7.69-7. 72 (3H,m), 7. 94 (2h, d, J=8. 8Hz) , 8.43-8. 
48(2H,m). 

IR(KBr)cm-l: 3291, 1660, 1626, 1308, 1261, 1182, 1027,82 

5, 747. 



[0312] mmm 1 1 9 

n- -4- [ [n- (t* 

-3— (jv) y <?vu- N - y ^vur ^ y ] 7tW^ 
y] ^<yX7; K (^-1 :j^#fl0 8) mp. 15 
4-155^. 

1H NMR (270MHz, DMS0-d6) 8 ppm: 2. 28 (3H, s), 3.27(2H, 
s), 3.71(2H,s), 4.88(2H,br. s), 6. 60 (1H, dd, J=6. 6, 7. 
3Hz) , 6. 78 (1H, d, J=8. 1Hz) , 6. 97 (1H, dd, J=7. 3, 8. 1Hz) , 
7. 16(lH,d, J=8. 1Hz), 7.38(lH,dd, J=2. 9, 8. 1Hz), 7.77 
(2H, d, J=8. 8Hz) , 7. 75-7. 85 (1H, m) , 7. 95 (2H, d, J=8. 8H 
z), 8.47(lH,d, J=1.5Hz), 8.49(1H, s), 9.56(lH,s), 1 
0. 02 (1H, br. s). 

[0313] mmw 120 

n- (2-r ^ y-7=r.^/u) -4- [n- 

3— (As) ^^v'Tir^A'T^y] ^yX7^ K 
1 : ^^#"1-6 5) 
mp. 175-179^C. 

1H NMR (270MHz, DMS0-d6) 8 ppm : 4.86(2H, s), 4.90(2H, 
br. s), 6.60(lH,d, J=7. 3, 7. 3Hz), 6. 78 (1H, d, J=7. 3Hz) , 
6.97(lH,dd, J=6.6, 7. 3Hz) , 7. 16(1H, d, J=8. 1Hz), 7.34 
-7. 47 (2H, m) , 7. 76 (2H, d, J=8. 8Hz) , 7. 98 (2H, d, J=8. 8H 
z), 8.22(lH,d, J=3.6Hz), 8. 39(1H, d, J=2. 9Hz), 9.60(1 
H,br. s), 10. 40(lH,br. s). 

IR(KBr)cm-l: 3321, 1655, 1530, 1276, 1231, 1068, 757. 

[0314] mmm 121 

N- (2-T^ y7az^;U) -A- [4- (t'!jv?y- 

3--r/w) -l. 4-^^yyf-/^75y] ^>X7 

^ K m-1 : it&lfo^V 9) 
mp. 190-194^. 

1H NMR (270MHz, DMS0-d6) 8 ppm: 2. 08 (2H, t, J=6. 4Hz) , 
3.41(2H,t, J=6.4Hz), 4.86(2H,s), 6. 59 (1H, t, J=5. 6H 
z), 6. 78(lH,d, J=7.9Hz), 6. 96 (1H, t, J=7. 4Hz), 7.15(1 
H, d, J=7Hz) , 7. 58 (1H, dd, J=4. 9, 7. 9Hz) , 7. 70 (2H, d, J= 
8.9Hz), 7. 94(2H,d, J=8.9Hz), 8. 35 (1H, d, J=7. 9Hz) , 8. 
81(lH,d, J=4Hz), 9. 18 (1H, s), 9.56(1H, s), 10.32(1H, 
s). 

IR(KBr)cm-l: 3317, 1691, 1652, 1601, 1522, 1312, 982, 84 
7, 764, 701. 
[0315] m&m 122 
N- {2~T% / -4- [3- [N- 

>^-3 — (/v) 7; y] -l, 

r^y] -<yX7^ K (^-1 :>fti^>#^9 4) 

mp. 196^ (dec. ) 

1H NMR (270MHz, DMS0-d6) 8 ppm: 3.57(2H, s), 4.87(2H, 
s), 6. 57-6.62(lH,m), 6. 76-6, 79(1H, m), 6.94-6.99(1 
H,m), 7. 14-7. 17(lH,m), 7. 33-7. 38 (1H, m), 7.73(2H,d, 
J=8.8Hz), 7.97(2H,d, J=8. 8Hz), 8. 05-8. 08 (1H, m) , 8.2 
7-8.30(lH,m), 8. 75-8. 76 (1H, m) , 9.59(1H, s), 10.44(1 
H,s), 10. 47 (1H, s). 

IR(KBr)cm-l: 3410, 3315, 1685, 1655, 1625, 1536, 1428, 13 



62, 1263, 1201, 744. 
[0316] 123 

N- (2-7^7i=;V) -4- [N — (t°y v^V- 
3—fAO ;* h^r^Tir^/WT §/] -3-^^/W-O- 
XT ^ K 1 : fl:£*##l 0 2) 

mp. 178-181^ (dec). 

1H NMR (270MHz, DMS0-d6) 8 ppm : 2.28(3H, s), 4.22(2H, 
s), 4.71(2H,s), 4.89(2H,br. s), 6. 60 (1H, dd, J=7. 3, 7. 
3Hz), 6. 78(lH,d,J=8. 1Hz), 6. 97(1H, dd, J=7. 3, 8. 1Hz), 
7. 16(lH,d, J=7.3Hz), 7. 43(1H, dd, J=4. 4, 8. 1Hz), 7.71 
(1H, d, J=8. 1Hz) , 7. 79-7. 89 (3H, m) , 8. 54 (1H, dd, J=l. 5, 
4.4Hz), 8.66(lH,d, J=1.5Hz), 9. 36 (1H, br. s), 9.60(1 

H, br. s). 

IR(KBr)cm-l:3394, 3269, 1683, 1630, 1593, 1521, 1460, 113 

I, 750, 716. 

[0317] mmm 124 

N- (2-7;;7x^) -4- [N- (ft7x> 

-3— <)v) y h^vrtf^r^y] ^yxr> k 

:{t&Vt>m%-2 0 4) 
mp. 186-189^. 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 11 (2H, s), 4.63(2H, 
s), 4.89(2H,br. s), 6. 60 (1H, dd, J=7. 3, 7. 3Hz), 6.78(1 
H, d, J=8. 1Hz) , 6. 97 (1H, dd, J=7. 3, 7. 3Hz) , 7. 12-7. 19 (2 
H,m), 7. 53-7.57(2H,m), 7. 78 (2H, d, J=8. 8Hz) , 7.95(2 
H, d, J=8. 8Hz) , 9. 58 (1H, br. s) , 10. 04 (1H, br. s) . 
IR(KBr)cm-l: 3341, 3248, 1694, 1631, 1611, 1506, 1314, 11 
26. 

[0318] mi&M 1 2 5 
N- ( 2 -7^ 7 -7^-;V) -4- [N-^A'-N- 

(try i»-z-"<M y F^>rtf;v7^y] -o 

XT^ K : 0 3) 

mp. 180-183^ (dec). 

1H NMR(270MHz, DMSO-d6) 6 ppm : 3.24(3H, s), 4.08(2H, 
br. s), 4.50(2H, s), 4. 94 (2H, br. s), 6. 60 (1H, dd, J=7. 
3, 7. 3Hz) , 6. 79 (1H, d, J=8. 1Hz) , 6. 98 (1H, dd, J=7. 3, 8. 1 
Hz), 8.03(lH,d, J=8. 1Hz), 8. 48-8. 50 (2H, m) , 9.72(1H, 
br. s). 

IR(KBr)cm-l: 3395, 3283, 1683, 1639, 1604, 1506, 1459, 13 
07, 1124. 

[0319] mmm 126 

n- (2-r;;7x^) -4- [n- (i^y^y- 
2— Y/W) y h^i/Tir^A-T^ y] -<yX7-; K (* 
- 1 : itSVom-^r 17 6) 
mp. 171-173^C. 

1H NMR (270MHz, DMS0-d6) 6 ppm : 4. 26 (2H, s), 4. 74 (2H, 
s), 4.89(2H,br. s), 6. 60 (1H, dd, J=6. 6, 8. 1Hz) , 6.78(1 
H, d, J=7. 3Hz) , 6. 97 (1H, ddd, J=l. 5, 7. 3, 8. 1Hz) , 7. 16 (1 
H, d, J=7. 3Hz) , 7. 35 (1H, dd, J=5. 1, 6. 6Hz) , 7. 80 (2H, d, J 
=8. 1Hz) , 7. 80-7. 89 (1H, m) , 7. 97 (2H, d, J=8. 1Hz) , 8. 59 
(lH.d, J=4.4Hz), 9.59(lH,br. s), 10. 30 (1H, br. s) . 



IR(KBr)cm-l : 3391, 3258, 1678, 1629, 1593, 1517, 1128, 76 
7, 742. 

[0320] nmm 127 

N- (2-7^/7x^) -4- [N- (N-^^- 

1 : ffc^*»*9 7) 
mp. 218-220 ( £(dec). 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 13(2H, d, J=5. 9Hz) , 
4.89(2H, s), 6. 59(lH,dd, J=7. 3, 7. 3Hz) , 6. 77(lH,d,J= 
8.1Hz), 6.96(lH,dd, J=7. 3, 8. 1Hz), 7. 15(1H, d, J=7. 3H 
z) , 7. 55 (1H, dd, J=5. 1, 8. 1Hz) , 7. 73 (2H, d, J=8. 8Hz) , 
7. 96 (2H, d, J=8. 8Hz), 8. 25 (1H, d, J=8. 1Hz), 8. 74 (1H, d, J 
=5. 1Hz), 9.07(lH,d, J=1.5Hz), 9. 13(1H, t-like, J=5. 9H 
z), 9.58(lH,s), 10.36(lH,s). 

[0321] mmm 1 2 8 

N- (2-T;/7x^) -5- [3- (t°y v^V- 
3-^/W) r/ntTifrVTS K] ^777^-2-^ 

^vr^; k (*-3 1) 

mp. 267-272**:. 

1H NMR(270MHz, DMS0-d6) 6 ppm: 2. 51 (2H, t, J=7. 3Hz) , 
2.97(2H,t,J=7. 3Hz), 6. 61 (1H, dd, J=8. 1, 8. 8Hz) , 6.80 
(1H, dd, J=l. 5, 8. 1Hz), 6. 99 (1H, dd, J=8. 1, 8. 8Hz), 7. 20 
(lH,dd, J=1.5,8. 1Hz), 7. 32(1H, dd, J=5. 2, 8. 1Hz), 7.49 
(1H, dd, J=l. 5, 8. 8Hz) , 7. 61 (1H, d, J=8. 8Hz) , 7. 67 (1H, 
s), 7.70(lH,m), 8. 15(lH,d, J=1.5Hz), 8. 40 (1H, dd, J= 
1.5,5.2Hz), 8.51(lH,d, J=1.5Hz), 9.84(lH,s), 10.1(1 
H, s). 

IR(KBr)cm-l: 3333, 3272, 1666, 1583, 1561, 1458, 1314, 12 
47,1143, 807, 746,713. 

[0 3 2 2] Hffiffll 129 
N- (2-7^/7x-/I/) -4- [N- [2- (fc°y 

i?>~3 — ^e^ntrtf-^/v] r^y] -<yx 

7%Y (*- 4 2) <D^/& 

(1 2 9-1) %WftA 1<D1M (4 7-2) ~C#fc 
fl^fl&O. 3 4 g (1. 2mmo 1) . HJgfl] 1 00© 
(1 0 0-2) -C#fc{t^0. 34 g (1. Om 
mo 1) ^^np^^y (10ml) £ <b 

h y jn^v^T ^ >-0. 5ml (3. 6 mm o 1 ) tr^JP 
ifc 0 £<0»*&**T, 2-^nn-i, 3-v?y^ 
W^/y^^A^P7-f KO. 21g (1. 24m 
mo 1) (D*J?X2V*9> (5ml) *SM«r*D^ 

[0 3 2 3] #M*f^&^i?ft&S* Kfe ffiK 

mm^^: ;-;v= \ o:D -vmm-r 

%Z.t\C£ V) s N- [2- (N- t e r t-:/b^v-;*7 
/l^jr-^T 5 y ) 7xr./>] -4- [N— [2- (b°y 

^^-3-^f/u) ^^>^n if^^/w] r^y] 

T^KO. 6 8g£l, 3-^^/1^-2— fs^yy 
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1H-NMR (270MHz, CDC13)6ppm: 1.52(9H, s), 1.70(3H,d, 
J=6.6Hz), 4.84(lH,q, J=6.6Hz), 6. 89 (1H, br. s) , 7.12- 
7. 31 (6H, m) , 7. 68 (2H, d, J=8. 8Hz) , 7. 79 (1H, d, J=8. 1H 
z), 7. 96(2H,d, J=8.8Hz), 8. 34 (1H, d, J=2. 9, 2. 9Hz) , 8. 
43 (1H, d, J=l. 5Hz) , 9. 25 (1H, br. s) . 

[0324] (129-2) IS (129-1) t» 
tz.W^m 0 . 68g^)^PD^^y (5ml) » 
5%(vol/vol) h y ^Aofr-og^ • v? 
^pn>^yM (10ml) SrjbtJ ;i^i&-C 4 . 5 i^M 
a^bfdo Mil ^^x. W LM^^ n n ^ ^ V 

y ^ y — /i"*5 v tr/i/3i— ^/wsran & l 
fcURtiMU w»i-5^fcicj;ij, n- (2-r^y 
^m^/v) -4- [n- [2- — r^) 
^-^ri/^n tr^-=./w] r s y ] ^yxr n + o. 2 2 g 

(2 s t e p s, !fc^5 8%) SrSLSfeHttfc UT# 
mp. 193-196^:. 

1H-NMR (270MHz, DMS0-d6) 8 ppm : 1 . 60 (3H, d, J=6. 6Hz) , 
4. 88 (2H, br. s) , 5. 04 (1H, q, J=6. 6Hz) , 6. 60 (1H, dd, J=6. 
6,7.3Hz), 6. 78(lH,d, J=8. 1Hz), 6. 97(1H, dd, J=7. 3, 8. 1 
Hz) , 7. 15 (1H, d, J=7. 3Hz) , 7. 32-7. 39 (2H, m) , 7. 75 (2H, 
d, J=8. 8Hz) , 7. 96 (2H, d, J=8. 1Hz) , 8. 20 (1H, dd, J=l. 5, 
3.7Hz), 8.35(1H, d, J=2. 1Hz), 9. 59 (1H, br. s) , 10.44(1 
H, br. s). 

[0 3 2 5] 130 
N- (2-7^7x^/V) -4- [ (t°y 3 - 

>r/w) y h^r-fe^vv-T^y] ^xr? k 

1 : {t^4&## 10 1) 

(13 0-1) h'J^A (60 %itl«®tfc) 

4. 4 g (11 Ommo 1 ) CDTHF (3 0 0ml) II 

iS&K:, ii&T?3-ifys;y^^/-;no. 9i g 

(1 0 Ommo 1 ) COT H F (2 0ml) M^Tt 

JftU fti&l 0-1 2X:&&*>ft&fb7v*:mmt e r 
t -^fA'l 9. 5 1 g (10 Ommo 1 ) COTHF 
(2 0ml) ^SrMTLfco n^>HHHK«rM^ a e# 

fc^aESriyy 3&W7A^ n-^r h^:7-f — (n — 
: IH|3i*7U= 1 : l-»B»^/^) till, 
(t°y v^- 3 — f/u) n^Stert-^f/l/ 
rn^/W. 56 g (3 3. 8%) SraSfettRWtt/r 

[0 3 2 6] 1H NMR (270MHz, CDC13)6ppm: 1.49(9H, 
s), 4.03(2H, s), 4.64(2H,s), 7. 30 (1H, dd, J=4. 9, 7. 3H 
z), 7.76(lH,d, J=7.3Hz), 8. 56 (1H, d, J=4. 9Hz), 8.60(1 



H, s). 

(13 0-2) Xm (130-1) -Cftltik&fo 3 . 
5g (15. 7ramol) {:MThy7/Vtn^ 

d2mi) &mtLit&* mmx-6f%m&wviZo 
aO y b h y 7^Bi»©a*«6. s g 

£#fc e ^til-^pp>^y (7 0ml) SrAPx.**? 

SitfcSL t'y^y (2 5ml) ^Pifco £*>fcl£ife 
^ijlOOtDXm (10 0-2) "e»foJXfcft-e*4. 2 
6 g ( 1 3 mm o 1 ) Sr5P^_fc e tK^T> 
1, 3-^f;W5^/y^^A^n7-f K2. 3 7 
g (14. Ommol) O^uo^^y (20ml) 

3 o m*nx&* \^mr u*: 0 

[0 3 2 7] *»T*fe^5i*miJi»Ufc«, &fnSW 
h^^^^r- (s»xf-;i^|«x^ : y y - 

;V=10: 1) "Ctt»Ur, N- [2- (N- t e r t 
-yh^-y^/vfev) T;;7x^] -4- [N- 

(try v^-3-^/v) y h^yrtf/vr^y] -^v 

XT^K4. 7 8g (i(X^6 2%) £DMI (1, 3- 

v?y 2-^f^/y/y) £ to 1 : 1 (m o 1 ) 

1H NMR (270MHz, CDC13) 6 ppm: 1.51(9H, s), 4. 15(2H, 
s), 4.70(2H, s), 6.92(lH,br. s), 7. 15-7. 29 (3H, m), 7. 
37(lH,dd, J=7.3, 5. 1Hz), 7. 67 (2H, d, J=8. 8Hz) , 7.71-7. 
79(2H,m), 7. 96 (2H, d, J=8. 8Hz) , 8.41(1H, s), 8.62-8.6 
6(2H,m), 9.23(lH,br. s). 
[0 3 2 8] (130-3) Ig (130-2) 
htlfcit^^}2. 39 g (4. Ommol) <Di?9 u u 
(28ml) »15% (vol/vol) h 
U7;i/to^'^nn^y^ (5 5ml) 

-y fvK*^VW>Jr b^ (2:1), ^ixf/V-THF 
(2:1), £*T«UI£r&fr 

*j*at*jut«L ii^Siu #b^fc^fficy^y 

frillfc. SE*fe1-5££K£«9, N- (2-7^7x^ 
/U ) _ 4 _ [ N _ (t?y^>—3 — f/w) y b^rv-Tir 

f^r^y] -<yxr^ Ki. 29 g otx^ss. 6 

%) Sr*»feI«:tUT#fco 

[0 3 2 9] 1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 19 (2H, 
s), 4.68(2H, s), 4.90(2H,br. s), 6. 60 (1H, ddd, J=l. 5, 
7.3,8. 1Hz), 6. 78(lH,dd,J=1.5,8. 1Hz), 6. 97 (1H, dd, J= 
7. 3, 7. 3Hz) , 7. 15 (1H, d, J=7. 3Hz) , 7. 42 (1H, dd, J=4. 4, 
8.1Hz), 7.77(2H,d, J=8.8Hz), 7. 85(1H, d, J=7. 3Hz), 7. 
96(2H,d, J=8.8Hz), 8. 54(1H, dd, J=l. 5, 5. 1Hz) , 8.63(1 
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H, s), 9. 58 (1H, s), 10. 09 (1H, s). 

IR(KBr)cm-l: 3403, 3341, 3250, 1694, 1630, 1610, 1506, 13 
14, 1259,1118, 764. 

[0330] mmm 131 

N- (2-7^; /7^~/l») -A- [N- [2- (fc*JJ 

(i3i-i) Tkmit-r b V v j» (6o%i»i) 

I. 24g (31mmol) «THF (90ml) 

tc^^-^fc^, s&-C3-try v^y */-/u3. 2 

7 g (3 Ommo 1 ) «THF (10ml) *«Sr 

e r t-/f/Vx^f/V6. 27g (3 0mmol)<£> 
B6THF (10ml) »«*r5#m*l*T»TLfc. 

- (n — imm^/^i : i) -csraws- 

tlC&V (ey^-3->f/V) ^F^r« ter 
t -^^/l^^vvw. 01 g (W5 6. 3%) 

1H-NMR (270MHz, CDC13)6ppm: 1. 42(3H, d, J=7. 3Hz), 1. 
50(9H,s), 3.96(lH,q, J=6.6Hz), 4.47, 4. 69 (2H, ABq, J= 

II. 0Hz), 7. 29(lH,dd, J=5. 1,8. 1Hz), 7. 75(1H, d, J=8. 1H 
z), 8. 50(lH,d, J=4.4Hz), 8. 60 (1H, s). 

[0331] (131-2) (13 1-1) T*# 

1 . 0 9 g (4. 5 9 mm o 1) <Di??uv* 
(5ml) ^IlChy7/VtPSK (8ml) 

C^nn^y (2 5ml) Srfln*., $ 6 K b° 

(3ml) ^Px.fc 0 Tk^T, 2-^na-l, 3-^ 
^W^yy^^^O7^K0. 70 g (4. 
lmmo 1) W^nn^y (8ml) ^IriTl 
fc^, 3 0^«j^Uo rO^MtC^Jg^Jl 0 0 01 
S (10 0-2) TWc^tlO. 98g (3. Omm 
o 1 ) ©^nn^y (2 Om 1 ) -t'y^y ( 1 0 

mi) mm&K&Ti 5ftfrifx&*\cMTi,tc^ m 
a*-c#a**«:*se>8i*iiMi»ufc 0 *ran 

[0 3 3 2] «PMfrliM*4k*t**^** ttflk 

- mWt^A'-** : 1) 

<fc«9, N- [2- (N- ter t-^^^;^^ 

r^y) ^rc^/w] -4- [n- [2- (t°y^y-3 
-> (M y h^r^n^n/v] r> y] ^yX7-; K 
1. 19g£l, 3-s?y?vv-2 — T y 
02 : 3 Oe/Wifc) j&^4fc£UT#fc 8 
1H-NMR (270MHz, CDC13)6ppm: 1.51(9H,s), 1.54(3H,d, 
J=6.6Hz), 4. 13(lH,q,J=6.6Hz), 4.65, 4. 71 (2H, ABq, J= 



11.7Hz), 7. 12-7. 18(2H,m), 7. 28-7. 37 (3H, m) , 7.65(2 
H, d, J=8. 1Hz) , 7. 73 (2H, br. d, J=5. 9Hz) , 7. 96 (2H, d, J= 
8.8Hz), 8.59-8.64(3H,m), 9. 39 (1H, br. s). 

[0333] (131-3) I§ (13 1- 2) 
tzlt^yo 1 . I9g(l. 8mmol)^nn^ 
> (10ml) 15% (vol/vol) bV? 

/vtn^-^ppy^yM (20ml) Srjtax., 

^ tz ny ^ ^«rWBUT»€>ixfc*JB«rlW^^-C 

* tt#?)tifc»»l: * * y — /^*5 X X**M V 

<fc9N- (2-T^/^^^W) -4- [N — [2- 

(t°y *?>-z-<<{;v) y h^^n^^/v] t ^ 
y ] -<yxr * K 5 8 5 m g «rKHfiH*& LT*#fc 0 

[0 3 3 4] mp. 144-148t:. 
1H NMR (270MHz, DMS0-d6) 8 ppm : 1. 40 (3H, d, J=6. 6Hz) , 
4. 14 (1H, q, J=6. 6Hz) , 4. 56 and 4. 65 (2H, ABq, J=ll. 8H 
z), 4.89(2H,br. s), 6. 60 (1H, dd, J=7. 3, 7. 3Hz), 6.78(1 
H, d, J=8. 1Hz) , 6. 97 (1H, dd, J=6. 6, 7. 3Hz) , 7. 16 (1H, d, J 
=7. 3Hz) , 7. 40 (1H, dd, J=4. 4Hz, 7. 3Hz) , 7. 78-7. 85 (3H, 
m) , 7. 97 (2H, d, J=8. 8Hz) , 8. 52 (1H, dd, J=l. 5, 5. 1Hz) , 
8.61(lH,d, J=2. 1Hz), 9.60(1H, s), 10. 15 (1H, s). 

[0 3 3 5] 132 

n- ( 2 — t ^ y y^^ji") -4- (N-^y^/v/? 
y) *;^^yxr-; K (^-l :ft-fi*«#8 

(13 2-1) 7l/7^;^/yf/H3. Og 
(7 2. 2mm o 1 ) <D b/^> ( 1 0 Om 1 ) 
XC^Or^W^J Y (10ml) ^iMTl^ 
8 0^3fflI^U:t, *«*5i:t^ia*J0^^ 
^o7^K*S*Uo #f)ti^I^^^tv (1 
00ml) 2-^hn7^yy9. 9 

8 g (72. 2 mm o 1 ) £r#DX.„ 4 R$ffift)fKti8$iE b 

fee 

[0 3 3 6] ?&*p«, *jKSr«*U &bW£$mfc* 
^/-;^S»t5r fcfcJ: 9, N- (2-~ hu^oi 
^7W) -4 -y h^v^/l^—yl^VXT ^ K2 0. 3 

g o&#59 3. 7%) &sfesfrar#t 

1H NMR (270MHz, DMS0-d6) 8 ppm : 3. 91 (3H, s), 7.43-7.4 
9(lH,m), 7. 76-7.78(2H,m), 8. 03 (1H, d, J=8. 1Hz) , 8.08 
(2H, d, J=8. 8Hz) , 8. 14 (2H, d, J=8.8Hz), 10.94(1H, s). 
[0337] (132-2) 1^ (13 2-1) "C# 
btltcit&!&)4. 24 g (14. 1 2mmo 1 ) (DTH 
F (5 0ml) -y^y— fV (5 0ml) m&'mWttC. 
S*«»Tlo%Pd/C0. 4gS:Mfc8, tK*^ 

- (2-r^y^m^/U) -4-^h^^/^;K 
yX7$K3. 4g (W8 7. 5%) SrSSMfeHflefc 
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1H NMR (270MHz, DMS0-d6) 6 ppm : 3.90(3H, s), 4.95(2H, 
s), 6. 60(lH,dd, J=7.3, 8. 1Hz), 6. 78 (1H, d, J=7. 3Hz), 
6. 99 (1H, dd, J=7. 3, 7. 3Hz) , 7. 17 (1H, d, J=7. 3Hz) , 8. 08 (2 
H,d,J=8. 1Hz), 8. ll(2H,d, J=8. 1Hz), 9.85(lH,s) 

[0 3 3 8] (132-3) Ii (13 2-2) "Ci 
btlfc{k&&)2 . 71g (10. Ommol) OS*** 
(100ml) -tK (50ml) WfaK. 5 %*iMt 
1" b V V A7fc»KSr7kftT"C*P^fca, 3 t e 

rt-^f/^-^h2. 6 2g (12. Omm 

o i) (4 0mD »»*«Ttfc. m 

9 s N- [2- (N- t e r t Y^i/tJAsIR— M 

K3. 54 g (Jfcs*9 5. 7%) SrSWSfeHttfc LT» 

1H NMR (270MHz, DMS0-d6) 6 ppm: 1.44(9H, s), 3.90(3H, 
s), 7. 12-7.24(2H,m), 7. 55-7. 58 (2H, m) , 8.09(2H,d,J= 
8.8Hz), 8. 10 (2H, d,J=8. 8Hz) , 8. 72 (1H, s), 10.00(1H, 
s). 

[0339] (132-4) Jin (13 2-3) "C# 
1ti[&to3. 0 0 g (8. 1 Ommol) <£>y^y — ?V 

(50mi) -o. sm^m^tv^-^^mm (25 

ml) «?:4 0tt5^fWl#Lfco y*y- 
^^/V^ *y- 2- (N — t e r t h^v^/W/tf 

^) r^/r^y K2. 24 g 6%) & 

1H NMR (270MHz, DMS0-d6) 6 ppm: 1.45(9H, s), 7.12-7.2 
l(2H,m), 7. 53-7. 58(2H,m), 8. 06 (2H, d, J=8. 8Hz), 8.10 
(2H,d, J=8. 8Hz), 8.71(1H, s), 9.97(1H, s). 
[0340] (132-5) 1M (13 2-4) T»» 
tzit^tyO 0 . 20 g (0. 56mmo 1) W^on^ 

(4mi) iite^y^r^yo. i4 g 

(1. 3mmol) *M> SfclE MJ^? L A'T5>' 
0. 2 1ml (1. 5mmol) &M%-tZ 0 ^<D$gm^ 
W2-^on-l, 3-i^^vW ^*VU 
n^-fKO. 25 g (1. 4 8mmol) £r#P;i, £b 

[0 3 4 1] *«SSr«&3Rj*Jtetc?fc»«, ttflfc* «tt«r 
— (^ n n sfcA-A : y y — /l/= 10:1) U 



N- (2-t e r t-^h^/^^T^7i- 

?K2 7 9mg OT6 2. 6%) &&&mfct ttft 
fc. 

1H NMR (270MHz, DMS0-d6) 6 ppm: 1.45(9H, s), 4.52(2H, 
d,J=5.8Hz), 7. 13-7. 28(4H,m), 7. 34-7. 35 (3H, m) , 7.56 
(2H, d, J=8. 1Hz) , 8.05(4H, s), 8. 71 (1H, br. s) , 9.23(1 
H,t), 9.94(1H, s). 

[0342] (132-6) Xg (13 2-5) T*» 
Tcik^ty) 1 5 1 m g (0. 3 3 9mmol) |:4«St 
(5ml) ^^Jfi-CJnx.. 4fl*NHft 

f^aBJLfc. W«JI£&^^^ft8^ Bit, 

bfc«fc«sr«t«t, w^r^ta^N- (2-r^y 
^oi^/v) -4- (n — <y> ? /vr^ y) %;V7$~/v< 

yX7U f 7 8mg (IR*6 7%) ^fiM^ttH 
mp. 239-241^ (dec). 

1H NMR(270MHz, DMS0-d6) 6 ppm : 4. 51 (2H, s), 4.93(2H, 
br. d) , 6. 60 (1H, dd, J=7. 3, 7. 3Hz) , 6. 78 (1H, d, J=8. 1H 
z), 6.95(lH,dd,J=7. 3,8. 3Hz), 7. 18(lH,d), 7.23-7.35 
(5H,m), 8.0K2H, d, J=8.8Hz), 8. 07 (2H, d, J=8. 8Hz) , 9. 
22 (lH.br. t), 9. 81 (1H, br. s) . 

[0343] mmm 1 3 2 ^ e»g>#wc x *> . mmm 

1 3 3 0ffr&*S:*rtUfc. SkTK, tt&*<?m& (m 
p.) % 1H NMR. m&fflfeU&^-to 

[0344] mmm 133 

N- (2-7^7 7x^/1/) -4- [N— (2-7x^ 

/vzc^/v) r^y] ^«^yX7^; K (^-1 : 

flS#4Hfr»9) 

mp. 237-240t;(dec.). 

1H NMR (270MHz, DMS0-d6) 6 ppm: 2. 87 (2H, t, J=7. 3Hz), 
3. 51 (2H, dt, J=5. 9, 7. 3Hz), 4. 94 (2H, br. s) , 6.60(lH,d 
d, J=7.3,7. 3Hz), 6. 78 (1H, d, J=7. 3Hz), 6. 98 (1H, dd, J= 

7. 3, 7. 3Hz) , 7. 15-7. 34 (6H, m) , 7. 93 (2H, d, J=8. 1Hz) , 

8. 04 (2H, d, J=8. 1Hz) , 8. 73 (1H, t, J=5. 1Hz) , 9. 76 (1H, br. 
s). IR(KBr)cm-l: 3396, 3320, 1625, 1602, 1539, 1458, 131 
3, 699. 

[0 34 5] MMM 134 

N- (2-7^77x^V) -4- [N- (4-^hn 

7=.j*t*/T j *<rM r^y] ^yX7-; K <M- 1 : 

Mfe#t5 4) 

(13 4-1) |£*fe#J 100 Olg (100-2) -C 
#fetufcft-&«l3g (9. 2mmol), 4-^hn7 

rcy 3fVg^g£2. 16g (11. Ommol) (ODMF 
S^K (7ml) (C^i/^ P -v^i/;^/^^ ^ K 2 . 

8 2 g (13. 8mmo 1 ) ODMF^i (5ml) , 
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[0 3 4 6] »6>^fc8l«**:^nn*/VA36»felBHf* 
U N — [2- (t e r t -7 h^isXA'ti—A'T $ 
/) y -4- [ (4-n hn7s/^rtf 

/V) T 5 / ] ^yX7 $ K 2 . 3 4 g (JR* 5 0 %) £ 

1H NMR (270MHz, DMS0-d6) 6 ppm: 1.45(9H,s), 4.97(2H, 
s) , 7. 12-7. 26 (3H, m) , 7. 23 (2H, d, J=8. 8Hz) , 7. 53 (1H, d 
t, J=2. 2, 7. 3Hz) , 7. 79 (2H, d, J=8. 8Hz) , 7. 95 (2H, d, J=8. 
8Hz), 8.25(2H,d, J=8.8Hz), 8.71(lH,s), 9.79(lH,s), 
10. 52 (1H, s). 
[0 3 4 7] (134-2) (13 4-1) 

btlfcit&ty) 0 . 7 g (1. 3 8mmo 1 ) <D7± 

b v^rnei (iomi) 5cM*C3- k hy^ 

>1. 2 6ml (8. 8 5mmol) ^M, 2 ^rM4K 
^^/W-e^U, N- (2-75 77x^) -4- 

[n- (4--bP7x/^rtf^) r^y] 

X7> K0. 22g (Jfc^3 9%) 

[0 3 4 8] mp. 212-215t:(dec.). 
1H NMR (270MHz, DMS0"d6) 6 ppm: 4.97(2H, s), 6.88(1H, 
t, J=7. 3Hz) , 6. 99 (1H, d, J=7. 3Hz) , 7. 11 (1H, t, J=7. 3H 
z), 7. 23(2H,d,J=8.8Hz), 7. 24(lH,m), 7. 77 (2H, d, J=8. 
8Hz), 8.00(2H,d, J=8.8Hz), 8. 25 (2H, d, J=8. 8Hz) , 9.89 
(lH,s), 10.52(lH,s). 

IR(KBr)cm-l: 3382, 3109, 1650, 1591, 1508, 1341. 
[0 3 4 9] 135 

N- (2-7^y7x^;V) -4- [ (4-7^7x 
S^isT-t^M 75/] ^yX7 5 K 1 : 

5 5) (7>^/£ 

mmm 134 oxm (134-1) -e#b^ufc^^ 

1. 4 1 g (2. 7 8mmo 1) <D* $ J— >V (15m 
1) — TH F (2 5ml) ^^^1 0%P d-C^U^ 

N- [2- (t e r t — b^-Sotr/I^ 
^75/) ^m^/V] -4- [ (4-7^7x7^ 
S/T-fe^) 757] ^yX7 5 Kl. 1 g£#fc 0 

[0 3 5 0] rtt£rTir h y^l 5m 1 iC*#U 
3-Fhyyf;Uv'7>'0. 7 4ml (5. 2 0mmo 

1) SrJDxi, II"C3«j$U, KJ£J»T«L 

^mmi,*^^/^ h y-c^tt, n— (2-r 
s/^s^/u) -4- [ (4-7^7x/^mf 



;v) 7^;]^X7U f 0. 86g (iR*8 3%)*r 
mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 6 ppm : 4.82(2H,s), 7. 13 (2H, 
d, J=8. 8Hz) , 7. 30-7. 48 (6H, m) , 7. 82 (2H, d, J=8. 8Hz) , 
8.03(2H,d, J=8. 8Hz), 10.34(1H, s), 10. 46 (1H, s). IR(KB 
r)cm-l: 2873, 2590, 1680, 1602, 1505, 1243. 

[0351] mmm ise 

n — ( 2 — r 5 y y^^-zis) -4- 

^/v-i, 3 -^f-yy >-2-^r>-3 — f^) 

yX7 5 K m- 2 : \\^m%^ 1 ) (136- 
1) 4- (N-^y^^^M^/^^ /) £ 

&#&t -^/W^n^-r/WO. 7g (2. 14mmo 
1) £OTHF« (10ml) lC N -7 8Mn-^f 

/uyf 33ml (2. 25mmol) £r5#f^ 

WtiTtfc, i^i&-e<*fcici. sPWHttttufctft* 

7x- /l^y VK- 3 1ml (2. 2 9 mm o 
1) SriD^IH?aT»MiJ:i«FlW«#Ufco «ft"C10IB3lfc 

IU N- [4- (tert-^h=5r^/^/V) 7 
ai^/W] -5-^^y^r>>^^/V-l, 3-^-^^y 
i?y-2-ty0. 3 1g 01X^3 9%) £#fc 0 
1H NMR (270MHz, DMS0-d6) 6 ppm: 1. 53 (9H, s), 3. 97 (1H, 
dd, J=6.0, 8.8Hz), 4. 23-4. 34(3H,m), 5. ll(lH,m), 6.94 
-7.00(3H,m), 7.31(2H,m), 7. 71 (2H, d, J=8. 8Hz), 7. 93(2 
H, d, J=8. 8Hz). 
[0352] (136-2) X@ (13 6-1) <Oi£ 
26g (0. 7 0 4mmol) <DT±h^hV 

/i>&m (4mi) \z h y M^/^>v/^r-f^^ ko. 

15ml (1. 0 5mmo 1) Mi, t«2ffll 

1, 3-t=Srfyy^-2-tyO. 2g (1R*9 1 
%) £r#fc 0 

1H NMR (270MHz, DMS0-d6) 6 ppm: 3. 98 (1H, dd, J=6. 6, 9. 6 
Hz) , 4. 23-4. 34 (3H, m) , 5. 10 (1H, m) , 6. 94-6. 99 (3H, m) , 
7. 30 (2H, t, J=8. 1Hz) , 7. 72 (2H, d, J=8. 8Hz) , 7. 98 (2H, d, 
J=8.8Hz), 12.85(1H, s). 

[0353] (136-3) X^ (13 6-2) <Di t 
^m®. 15g (0. 4 7 9mmol) Vti&iktfUls 

mm (7mD i:tt»DMF &mx.iz'&* 

/Wn^-fKO. 12ml (1. 40mmo 1) 

2ig*i»ufcii*ft^^w^ (4mi) tc*g*u tK^ 
T%mm i <dhu ( i - 2 ) (Dit&m o . 1 o 5 g 

(0. 5 0 4mmo 1 ) , Z?lsO. 1 2 g (1. 5 
2mmol) (OWCttf-^sWfo (1ml) £flnx.fc 
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U N- [2 - (N- t e r t -7 V /V^^jVT 
*/) 7x^] -4- (5-7x/^f^-l, 

3-^wyy-2-ty-3->f/i') -o-xr^ K 

0 . 2 5 g (J»tt) £#fc 0 

1H NMR (270MHz, DMS0-d6) 5 ppm : 1.52(9H, s), 4. 11 (1H, 
dd, J=5.9,6.6Hz), 4. 21-4. 27(3H, m), 5. 01 <1H, m) , 6.84 
(lH,br.s), 6.91(2H,d, J=8.8Hz), 7. 01 (1H, t, J=7. 4Hz), 

7. 12-7. 34 (5H, m) , 7. 68 (2H, d, J=8. 8Hz) . 

[0354] (136-4) X@ (1 3 6-3) <D{C 
&mo. 22g (0. 4 3 7mmol) (DT± h^h ] J 
;vm& (4ml) l:Sfi-Chy^f^y;U7>ft^ 
K0. 1ml (0. 7 0 3mmol) &;&D 2 f#ff 

i^St, N- (2-T^/^^^V) -4- (5-^ 

3-t^/yy-2-ty-3 

--f/V) ^<yX7^ KO. 13g (IR*7 4%) £r&& 
^^B^UT#fc 0 mp. 165-170^ (dec). 
1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 01(1H, dd, J=6. 6, 9. 6 
Hz) , 4. 28-4. 34 (3H, m) , 5. 12 (1H, m) , 5. 23 (2H, br. s) , 6. 
64 (1H, t, J=7.4Hz), 6.81(1H, d,J=8. 1Hz), 6.95-7.00(3 

H, m), 7. 18(lH,d, J=6.6Hz), 7. 31 (2H, t, J=8. 1Hz), 7.72 
(2H, d, J=8. 8Hz) , 8. 05 (2H, d, J=8. 8Hz) , 9. 69 (1H, s) . 
IR(KBr)cm-l: 3393, 1740, 1610, 1508, 1253. 

[0355] ntt«yi 3 6iw*©*»icj:5, mmm 

1 3 7frh 1 4 3 <Dik<&y0&&f&^it o £TR31, it&VS 
<Di\&fo<DJBifo (mp.) , 1H NMR, IRO^ffiSrTjrTo 

[0 3 5 6] ^|Jfe0fJ 137 
N- (2-7;/7x^) -4- [5- 

-3— f/V] ^yX7^ K (^-2 :^4fc#-§-2) 
mp. 162-164^:. 

1H NMR(270MHz, DMS0-d6) 6 ppm: 3. 97(1H, dd, J=6. 6, 9. 5 
Hz), 4. 10(lH,dd, J=5. 1, 11.0Hz), 4. 17 (1H, dd, J=3. 7, 1 

I. 0Hz), 4.27(1H, t, J=8.8Hz), 6. 53-6. 80 (6H, m) , 6. 97 (1 
H, t, J=8. 1Hz) , 7. 16 (1H, d, J=6. 6Hz) , 7. 72 (2H, d, J=8. 8H 
z), 8. 04(2H,d, J=8.8Hz), 9. 65 (1H, s). 
IR(KBr)cm-l : 3356, 2365, 1741, 1609, 1510, 1247. 

[0357] mmm 1 3 8 

N~ (2 -T 5: J 7=r.~ M -4- (5 -^y^t^r 

s/^^/u-i, 3-«f^yy-2-ty-3-> f 

/v) -<yX7^ K UHK 2 :ftdW*3 0t 

■Hk) 

mp. 181-183^. 

1H NMR (270MHz, DMS0-d6) 6 ppm: 3. 69(1H, dd, J=5. 2, 11. 



0Hz), 3. 76(1H, dd,J=3. 7, 11.0Hz), 3. 91 (1H, dd, J=5. 9, 
8.8Hz), 4. 59 (2H, s), 4.93(lH,m), 7. 26-7. 41 (8H, m), 
7. 51 (1H, m) , 7. 74 (2H, d, J=8. 8Hz) , 8. 15 (2H, d, J=8. 8H 
z), 10.42(1H, s). 

[0 3 5 8] mt&M 139 
N- 7 7x^) -4- [5- (t°y^y- 

3 — f;V) t^V/f;V-l, 3-^t/y ls-2- 

— f/u] ^>X7 ^ k (^-2 -.ft&mm^ 

4) 

mp. 199-20 It. 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 01 (1H, dd, J=6. 6, 8. 8 
Hz), 4.28-4.46(3H,m),4.96(2H,br.s), 5. 14(lH,m), 6. 
61 (1H, t, J=7. 4Hz) , 6. 79 (1H, d, J=7. 4Hz) , 6. 98 (1H, t, J= 
7.4Hz), 7. 16(lH,d, J=7.4Hz), 7. 36(1H, dd, J=4. 4, 8. 1H 
z), 7.44(lH,dd, J=l. 5, 8.1Hz). 

IR(KBr)cm-l: 2815, 2631, 2365, 1752, 1610, 1520, 1225. 

[0359] mmm 140 

N- (2-7;;7x^) -4- [5- (¥})ZS>- 
3 — <;v) ^/v^i^^vu- 1, 3-^^-^]) > 
-2-^>-3— (M -<VXT5 K (m-2 
#^-5) 

mp. 160-164^ (dec. ). 

1H NMR(270MHz, DMS0-d6) 6 ppm: 3. 73 (1H, dd, J=5. 2, 11. 
7Hz), 3.79(lH,dd, J=2.9, 11.7Hz), 3. 91 (1H, dd, J=5. 9, 
8.8Hz), 4.2K1H, t, J=8.8Hz), 4. 62 (2H, s), 4.91(3H,b 
r.s), 6.60(1H, t, J=7.4Hz), 6. 78(1H, d, J=7. 4Hz), 6.98 
(1H, t, J=7.4Hz), 7. 16(lH,d, J=7.4Hz), 7. 38(1H, dd, J= 
4.4, 7.4Hz), 7. 69(2H,d, J=8.8Hz), 7. 71(lH,m), 8.03(2 
H,d, J=8.8Hz), 8.51(lH,dd, J=l. 5, 4. 4Hz) , 8.54(lH,d,J 
=1.5Hz), 9.65(lH,s). 

IR(KBr)cm-l: 3368, 1742, 1648, 1608, 1492, 1226. 

[0 3 6 0] 141 
N- (2-7^/7x=:^) -4- [5- (3-~ha 

-3-4/^1 ^yX7^ K m-2 :4t&mm^6) 

mp. 230^ (dec. ) . 

1H NMR (270MHz, DMS0-d6) 8 ppm: 4. 04 (1H, t, J=8. 8Hz), 
4.32(1H, t, J=8. 8Hz), 4. 41-4. 53 (2H, m) , 4. 91 (2H, s), 
5. 15(lH,m), 6. 61 (1H, t, J=7.4Hz), 6. 79 (1H, d, J=7. 4H 
z), 6. 98(lH,t, J=7.4Hz), 7. 16 (1H, d, J=7. 4Hz) , 7.46(1 
H, dd, J=l. 5, 8. 1Hz) , 7. 61 (1H, t, J=8. 1Hz) , 1. 71-7. 79 (3 
H,m), 7.87(1H, d, J=8. 1Hz), 8. 06 (2H, d, J=8. 8Hz) , 9.66 
(1H, s). 

IR(KBr)cm-l : 3363, 3095, 2365, 1741, 1608, 1529. 
[0 3 6 1] WfeM 142 

n- (2-r^y^^— M -4- [5- yv?y- 

2 — <;v) *^;v**c*/*^;v-\ y 3 -3r*W }) 
-2-*>-3-< Y/Kl ^X7> K (m-2 :fls«* 

mp. 172-174^. 
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1H NMR (270MHz, DMS0-d6) 6 ppm: 3. 79 (1H, dd, J=5. 2, 11. 
0Hz) , 3. 85 (1H, dd, J=2. 9, 11. OHz) , 3. 95 (1H, dd, J=6. 6, 
9.6Hz), 4.23UH, t, J=9.6Hz), 4.67(2H,s), 4.90(2H, 
s), 4. 95(lH,m), 6. 60(1H, t, J=7. 4Hz), 6. 78(1H, d, J=7. 
4Hz), 6.97UH, t, J=7.4Hz), 7. 16(1H, d, J=7. 4Hz), 7.29 
(1H, dd, J=5. 2, 6. 6Hz) , 7. 40 (1H, d, J=6. 6Hz) , 7. 70 (2H, d, 
J=8. 8Hz) , 7. 78 (1H, dt, J=2. 2, 7. 4Hz) , 8. 03 (2H, d, J=8. 8 
Hz), 8.51(1H. d, J=4.4Hz), 9.64(lH,s). 
IR(KBr)cm-l: 3369, 1743, 1651, 1608, 1492, 1283. 
[0 3 6 2] -$mm 143 

n- y y^~jv) -4- [5- 

2— (M ^vO^A— 1, 3-^t)/!?y-2- 

*>-3-4/^ -o-xr ^ K (^-2 :{b^#-f§- 

8) 

mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 6 ppm : 3. 96(1H, dd, J=5. 9, 9. 6 
Hz), 4. 21-4. 40(3H,m),4.90(2H, s), 5.03(1H, m), 6.28 
(1H, t, J=6. 6Hz) , 6. 43 (1H, d, J=9. 6Hz) , 6. 60 (1H, t, J=6. 
6Hz), 6. 78 (1H, d, J=6.6Hz), 6. 97(1H, t, J=7. 4Hz), 7.15 
(1H, d, J=6. 6Hz), 7. 46 (1H, dt, J=7. 4, 1. 5Hz), 7. 67(2H,d, 
J=8.8Hz), 7.69(lH,m), 8. 03 (2H, d, =8. 8Hz) , 9.64(1H, 
s). 

[0 3 6 3] MMM 144 

N- (2-T^/yx.~/\s) -4- [N- [3- [ (t 6 

2 - S^^- 4 ->T A"] T^/^^/W] -O-XT^K 
(^-2 : ffrfrtt**9) 

(144-1) 3, 4-^-n-/h^-3-^ 
n^fy-1, 2— S^-^O. 0 7 3 g (0. 3 2 3m 
mo 1 ) (DTHF&m (2m 1 ) fc|IJ£0!I 1 <DJM (1 
- 4 ) <D4k&%9 0 . 1 g ( 0 . 2 9 3 mm o 1 ) %MJt 

4^rw«»ufc«, £bic3 -r ^y 

0. 0 3 3ml (0. 3 2 7mmol) ^MlBIS 

[0 3 6 4] #btb^©^$r^^y— ;W7yv?> 
^LTN- [2- (N-tert-^K^to 

r^y) 7x^v] -4- [n- [3- [ (fy^y- 

3 — f /w) ^f/vr^/J i/?v*7"rls- 1, 2-^ 

r^y^f/v] ■O'Xr^ ko. i2g 

(i&sfs 7 8 %) £r#fc 0 
1H NMR (270MHz, DMS0-d6) 8 ppm: 1.44(9H, s), 4.75-4.8 
l(4H,m), 7. 15 (1H, dt, J=2. 2, 7.4Hz), 7. 20 (1H, dt, J=2. 
2,7.4Hz), 7.40(lH,dd, J=2. 2, 7. 4Hz), 7. 47 (2H, d. J=8. 1 
Hz), 7. 54 (2H, dd, J=2.2,7.4Hz), 7.73(lH,m), 7.94(2H, 
d,J=8. 1Hz), 8.50(lH,m), 8. 55 (1H, d, J=l. 5Hz), 8.67(1 
H, s), 9.82(lH,s). 

[0 3 6 5] (144-2) 1^ (14 4-1) ^ 
^0. 1 g (0. 1 9 mm o 1 ) *s (4 m 



i) -**j—>\> (imi) fmiz4Mfem.m-i?** 

Vis (4ml) srj(ni*.2i*raasufeo RlS**T«, * 

m^mns vmumwfc-e^m. * v 

# ftfc UN- /^^^ 

/W) -4- [N- [3- [ (try ^^-3-^/t-) ^ 

v^u^y-i, 2-^^-4-^/V] 
T^/^^/V] -O-XT^KO. 04g (I(K$4 9%) 

mp. 230 C C. 

1H NMR (270MHz, DMS0-d6) 8 ppm: 4.76(2H, s), 4. 79 (2H, 
s), 4.90(2H, s), 6.60(1H, t, J=7.4Hz), 6. 78 (1H, d, J=7. 
4Hz), 6.97(1H, t,J=7.4Hz), 7. 16(1H, d, J=7. 4Hz), 7.39 
(1H, m) , 7. 43 (2H, d, J=8. 1Hz) , 7. 73 (1H, d, J=8. 1Hz) , 7. 
97(2H,d, J=8. 1Hz), 7. 99 (1H, br. s) , 8. 51 (1H, d, J=8. 1H 
z), 8.55(1H, s), 9.64(1H, s). 

[0 3 6 6] mmm 145 

n- (2-r^/7x^) -4- [3- (t°y^>- 
3 — T/i^) >^vw >--2-^^- 1 — rAO 

yf/v^yXT^ K (^-2 : fls<a«#-^l 0#) 
(145-1) ^^W>^f4. 92g (57mmo 
1) , 4 -^n^^yKy/x- h 5. 7 3 

g (2 5mmol) x H 7 1 h 7 7 /W/V^f'/VT 

^^■^T>^1. 85g (5. Ommol) CODMF (3 
0ml) y** 7. 88 g (57mmo 

i) sot-esMM^tfco 

[0 3 6 71 @##&«RLfc&I»^A'^ 
a#»«r»»Ufc, «K«r»IBLfc«, #btLfc^Sr 

^/^=10 : 1) T?«*UT»e>nfc*Jtft»««f 

«u ^-r^rirtci^, n- (4-y h^/^ 

;l/7x^;vyf;W) Y^/D y-2-^y3. 36g 

(JR*5 7. 40/0) *«M4Htt&LT*fe. 
1H-NMR (270MHz, CDC13) 6 ppm: 3. 28-3. 35 (2H, m) , 3. 41- 
3.47(2H,m), 3. 92 (3H, s) , 4. 42 (2H, s) , 4. 61 (1H, br. s) , 
7. 35 (2H, d, J=8. 1Hz) , 8. 01 (2H, d, J=8. 1Hz) . 
[0368] (145-2) 3-^t2Q^^/Vfc 0 i; *J 
^MMM>2. 0 5g (12. Smmol) {Cfi&fPfiWTk 

An*.*3»U £ ^tibfLfcMCDMF (5ml) & 

0. 3 7g (1. Ommo 1) $r^JDx.x ^^^^7^ 
K©DMF»««rWUfc. **fttMI^A (6 0% 
0 . 3 0 g ( 7 . 5 mm o 1 ) <Z)DMF ( 5 

m 1 ) jBMttfc:ra.-c, i§ (145-1) -e#fc{b# 

4fel. 1 7 g (5. Ommo 1) <DDMF (10ml) 
8 Ott7WD^U7to 
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[0 3 6 9] — ife^ift-eifeff bfco dm f bfc 

&ai^/P-^/V^/l"*r h V (2:1) t«Lfc 0 

/V : p<^/-w= 10:1) N- (4-* h 

*l/%;VT?s^;\sy =c~;V*?-;\<) -N' - (fy^y- 
3— f/U) %9W is- 2 -^l. 17g 

(JR*7 2. 3%) Sr*A»»»fcUT#fc. 
1H NMR (270MHz, CDC13)6ppm: 3.20(4H, s), 3.92(3H, 
s), 4.44(2H, s), 4.46(2H, s), 7. 27-7. 36 (3H, m) , 7.64- 
7. 69 (1H, m) , 8. 01 (2H, d, J=8. 1Hz) , 8. 53-8. 56 (2H, m) . 

[0370] (145-3) (14 5-2) "Ci 

tclt&yo 0 . 55 g (1. 7mmol) (Z)^/-^ 

(8ml) -7K (8ml) J*«lC*fiT*IMfc !) A 
lTfcfo^l 1 Omg (2. 6 2mmo 1 ) Ot: 

7Kft*0. 0 5g (1. 2mmol) Sr^JPx., 5 0tt 
1. 5B#IH«#Lfc 0 10%^7K^^^T^ 

( p h3-4) icbf-^^, mm^&^^m^ mm=- 
i ) t? i maw ufc e «mui«r«Mcfiak^ h^^r^ 
[3- (¥i)i?is-3 — 

-:*->-- 1 — T/V] *^VV*&*K0. 32 g 015*6 
1%) Sr*fe»*«fcLTttfc. 

1H NMR (270MHz, DMS0-d6) 6 ppm : 3. 17(2H, s), 3.20(2H, 
s), 4. 36 (2H, s), 4.38(2H, s), 7. 35-7. 42 (3H, m) , 7.68 
(1H, dd, J=6. 6Hz) , 7. 92 (2H, d, J=8. 1Hz) , 8. 51 (2H, m) . 

[0 3 7 1] (145-4) Ig (14 5-3) 
tzit&yo 0 . 31g (1. Ommol) O^pp^ 
V (12ml) y^P7>f KO. 

3ml (3. 5mmol) £?S®T Lfc^^^T* 3 0 #\ 
40ttl. 5l»l«HW*b*: 0 gS$:f*Ltih^x 
y-e^t, ^np^^yiOml(l«Lto wCD 
Rj£«8»»«r*lc» bfe^, l <£>xm ( l - 2 ) <n 

{fr&«&0. 2 1 g (1 . Ommo 1 ) £>v^ n u * f 1/ 

(2ml) -fcfys^ (2ml) *»Sr*TUfe 0 

[0 3 7 2] «THUB «rttfP A«D#c-C«S»«. ttflk MR 

- (^ixf/^>^-;^2o : i) -cttawsr. 

£iC<fc!9N- (2-tert-7*F^;^T^; 
/7x^) -4- [3- — f/^^^ 

/v) ^$^/yy-2-ty-i--f^] ^f;w<yx 
KO. 10g (W2 0%) Sr»ft*««i:UT# 

1H NMR (270MHz, CDC13)6ppm: 1. 52(9H, s), 3. 20(4H, 
s), 4.45(2H, s),4.48(2H,s), 6. 75 (1H, br. s), 7.15-7.4 



0 (5H, m) , 7. 65-7. 70 (2H, m) , 7. 83 (1H, d, J=7. 3Hz) , 7. 94 
(2H, d, J=8. 1Hz) , 8. 50-8. 60 (3H, br. m) . 

[0373] (145-5) I§ (14 5-4) 
fcftl^lOOmg (0. 2 Ommol) 

(2ml) imm^it^ 4MM-^t^ty (2 
ml) &Mx.ti%k. (0. 5ml) &Mz.B 

5C<!:lcJ: 9N- (2-r^/7x^) -4- [3- 

(try s^-3-^v-) ^f-/K^y^/yy-2-ty 

-1 — fA-] ^f;w<yX7UM7mg (45*5 8 
%) «r«ft»*«Jl:tr#fc. 
mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) 6 ppm : 3.20(4H, s), 4. 37 (2H, 
s), 4.39(2H, s), 4.87(2H,br. s), 6. 60 (1H, dd, J=7. 3, 7. 
3Hz), 6.78(1H, d, J=8. 1Hz), 6. 97 (1H, dd, J=6. 6, 7. 3Hz), 
7. 16(lH,d, J=7. 3Hz), 7. 35-7. 41 (3H, m) , 7.68(1H, d,J= 
8.1Hz), 7.90-8.00(2H,m), 8. 50 (2H, br. s) , 9.63(lH,b 
r. s). 

[0 3 74] 146 

N— (2-7^/7x^) -4- [N— (t:°y 

3 -> (/U) * h >vi?,~>VT <7VV] ^yXT 

5 K 0. 5 7^;l«fi (^-1 :ft^*»f8 2©7 

OmlCM, *D^U-C^^$^rfc 0 7v/^9 6mg 

^2 0 0mg#/: (W5 6%) 0 

[ 0 3 7 5 ] mp. 166-167^. 
1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 28 (2H, d, J=6. 6Hz) , 
5. 10 (2H, s), 6. 60 (1H, t, J=8.0Hz), 6. 63(lH,s), 6.78(1 
H,d, J=8.0Hz), 6.90-7.50(5H,m), 7. 70-8. 00 (4H, m) , 8. 
53(lH,d, J=3.6Hz), 8.60(1H, s), 9. 63 (1H, s). 
IR(KBr)cm-l: 3332, 1715, 1665, 1505, 1283, 1136, 1044, 98 
3, 760, 712. 

TtmftVi C21fl20MfcH/2C4H404£UT 
C H N 
tMHH 63.59, 5.10, 12.90 

[0376] muM&Q e^^mh^m^'h . mmm 

147H14 9<D4t&y0&^J&\,tl o £*Tfcl, it&m 
<DM& (mp.) . 1H NMR. IROWSfflSr^o 

[0377] mmm 147 

N- (2-T^ /7^~/U) -4- [n- (try 

5 K >-^i& «- 1 : {£&m&&8 2 <D~* \sj 

>&m 

mp. 123-124^. 
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1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 28 (2H, d, J=6. 6Hz) , 
5. 11(2H, s), 6. 24 (2H, s), 6. 66 (1H, t, J=8. OHz), 6.83(1 
H, d, J=8. OHz) , 6. 90-8. 00 (9H, m) , 8. 56 ( 1H, d, J=3. 6Hz) , 
8.62(1H, s), 9.69(1H, s). 

IR(KBr)cm-l: 3298, 1719, 1546, 1365, 1313, 1250, 1194, 11 
49, 1044, 993, 862, 751. 

7C#$S#flr C21E20N403*MB404+0.3H20<hUT 
C H N 
WrWm 60.31, 4.98, 11.25 



[0 3 7 8] 



.52, 5.12, 11.03 



N- (2-7^ / -4- [N— (t°y S?V— 

^ k mm (m- 1 : Mtt8 2(DMi) 

mp. HOCdec.)^. 

1H NMR (270MHz, DMSO-d6) 8 ppm : 4. 31 (2H, d, J=5. 8Hz), 
5. 24 (2H, s) , 7. 10-7. 60 (6H, m) , 7. 90-8. 50 (5H, m) , 8. 70 
-8.90(2H,m), 10. 46(lH,s). 

IR(KBr)cm-l : 2553, 1715, 1628, 1556, 1486, 1254, 1049, 77 
8, 687. 

[0379] mmm 149 

n- (2-r^7i^) -4- [n — (t°y 

0. m- 1 : it&yv&^G Koy-^/um 

m 

mp. 154-155^. 

1H NMR (270MHz, DMS0-d6) 6 ppm: 4. 42 (2H, d, J=5. 9Hz) , 
4.69(2H, s), 6.60(1H, t, J=8.0Hz), 6. 63(0. 7H, s), 6.78 
(1H, d, J=8. OHz) , 6. 90-7. 50 (6H, m) , 7. 93 (2H, d, J=8. OH 
z), 8. 20-8. 40(2H,m), 8. 82 (1H, br. s), 9.63(lH,s). 
IR(KBr)cm-l: 3324, 1709, 1631, 1521, 1457, 1428, 1260, 10 
64, 806, 698. 

TC^frU? C21E20N403+0. 7C4H4044O. 7H20 £ bT 
C H N 
ff-£Lte 60.79, 5.19, 11.91 

[0 3 8 0] m$h 6o - 95 > 520 » 1L75 

n- (3 -r ^ y -y^^/v) -4- [n- (t°y ^v- 
3— CA-) ^ h^^/^^^-yVT^ /^^/^] ^<yX7 
^ K 

XMM4 SfcBI*©**!*:*!)*;*^*. 
mp. 156^. 

1H NMR (270MHz, DMS0-d6) 8 ppm: 4. 27 (2H, d, J=6. 6Hz) , 
5.06(2H,s), 5. 10(2H,s), 6. 20-6. 40 (1H, m), 6.80-7.10 
(3H,m), 7.30-7. 50 (3H,m), 7. 70-8. 00 (4H, m), 8.53UH, 
d,J=3. 6Hz), 8. 59 (1H, s), 9. 88 (1H, s). 
IR(KBr)cm-l : 3327, 3218, 1708, 1639, 1536, 1279, 1147, 10 
50, 859, 788. 



[0 3 8 1] ##09 2 

N — (4-T^y^m— A?) -4- [N- 

3 — r/v) ^ h^^^^ur^/^^] -o-xr 

5 K 

4 8 £ im«G>#ifcK: J: 19 -frrt Lfco 
mp. 204-205^. 

1H NMR (270MHz, DMS0-d6) 8 ppm: 4. 27 (2H, d, J=6. 6Hz) , 
4. 91 (2H, s) , 5. 10 (2H, s) , 6. 52 (2H, d, J=8. 8Hz) , 7. 30- 
7. 50 (5H, m) , 7. 70-8. 00 (4H, m) , 8. 50-8. 60 (2H, m) , 9. 80 
(1H, s). 

IR(KBr)cm-l: 3336, 3224, 1706, 1638, 1530, 1279, 1145, 10 
50, 1005, 827. 

[0 3 8 2] mmimm 1 
a 2 7 8 oim\c»t^»imm»mvm 

7;^!)7^7r^ (alp) JStt©Jb#tt, t 

Tl^S [Young£>; Cancer Res. „ 4 
_5 % 2976 (1985) N Morita<b;Canc 
e r Res., 4 2 , 4540 (1 9 8 2) ] 0 

[0 3 8 3] (Hfbfrifc) 9 e^U— MH15.000* 
/w e 1 1 A2 7 80 fflUftg- O . 1ml 

O. lmlfottLt 3BNMFSflL T'V— h-b£> 
»5:TBSii^ (2 OmMT r i s, 13 7mM 
NaC K pH7. 6) T»2|Hl»»Ufc. 0. 

6 m g /m 1 (D^^CDp — ~ h n 7x^;V7t^7x-f 
h (9. 6% i/x^y-;^ ^ V, 0. 5mM Mg 
C 1 2 (p H 9 . 6 ) ) 0 . 0 5ml foiJD 

}^ y ^A;tog?&0. 0 5mlt^^#Ji:Uc^ 4 0 
5nm<D»#«£rWj£U ALP^±#$rfit5 

XMO*/Jvaft (ALPmin) fcsfcfcfco OHMS*) % 

f*fe^3r, *-5 »3l] ^Lfc 0 
[0 3 8 4] 

[^31] ^-5 :A278 0 «BJBlC*rS»fH»*ff 



nm^j 3 <D{t^m 

mmm 5 <»\^m 
mmm 6 <D\t&m 

[0 3 8 5] 

mmm 1 0 <o\^m 



ALPmin (/iM) 
1 
3 
3 



-73- 



mmm 1 1 1 

mmm 1 3 mk&m 1 

mmm 1 5 3 

Hffifl 1 6 <r>\k&tto 3 

jfeffiftl 1 7 <zMb£^ 3 

mmm 1 s 3 

nmm2 3<Dik&vo 1 

mmm2 4<D{£&& 1 

Utt^y 2 5 3 

[0 3 8 6] 

mmm 2 6 1 

mmm 2 7 t<&« 10 

mmm 2 s <r>\k&m 10 

mmm 2 9 ©fta* 10 

mmm 3 0 <r>\k&*to 0. 1 

mmm 3 1 ofc-e* 10 

mmm 3 2 ©As-a* 3 

2HK0I3 3 0>fl?fr4fe 0.3 

^%0d 3 4 CD{b^4£> 0. 1 

l&ttfti 3 5 <o\k&m 0. 3 

[0 3 8 7] 

mmm 3 e <o\k^ 10 

mmm 3 7 ©{b-a^ 1 

mmm 3 8 ©ft-g* 3 

mmm3 9<Dit&yo 0. 1 

mmm 4 o<o<k&m 10 

^4 1(D^ 0.3 

mmm4 2<D\k^m 10 

^ttftl 4 4 <n\\&m 0. 01 

Hffitil 4 5 <Dik&® 0. 003 
[0 3 8 8] 

HJ£#J 4 6 oiw&m 0. 1 

•mm\A^<D\\^m 0.1 

§£tfe#J 4 9 C0{b£^ 1 

HJfcfl] 5 0 <n{c%m 1 

5 1 anfrg* 1 

mmm 5 2 om^s* 1 

mmm 5 3 <D\k^*to 3 

mmm 5 4 <nik^m 1 

5 6 <D\\^m 3 
[0 3 8 9] 

HJfetfl 5 7 0>ffr&4fc 3 

5 8 <Dfc&m 3 

mmmeocnit^vo 3 

H1fe#J 6 3 CDit^VO 3 

Htfe^tJ 6 4 <Dik&®> 3 

HJ£#J 6 5 (Dit^m 3 



Hlfeffil 6 6 (Dit&fa 3 

Hffitil 6 7 <D{k&fo 3 

Hffifll 6 8 <ovc&m 3 

[0 3 9 0] 

HJfefll 7 0 (Dit&m 0. 1 

^iJfefll 7 1 (Dik&k 10 

2(K>\\&m 10 

HJfeW 7 3 <D\\L^m 3 

nmm7 4<Dit&fo 10 

Hffiftl 7 6 (Dit&Vo 1 

HJfefll 7 7 <r>\k^m 3 

StJSfll 7 9 <£>{b£^ 0. 1 

mmmso<oik^m 0.1 

MSW8i©ft^» 10 

[0 3 9 1] 

mmms2<D^^o 1 

8 5 <n\k^m 3 

n 8 6 (Dik&m 0. 3 

Hi£#d 8 7 <r>\\&m 0. 1 

*«0!I8 8<0{b-&«& 0.1 

3llfi«8 9 0{b-&* 0.3 

HJfctfl 9 0 0>{frg* 3 

9 1 <D\\L^m 0. 1 
9 2 <D{k&Vo 3 

HH^I 9 3 <D\\L^m 3 
[0 3 9 2] 

mmm 9 4 <7Mb^ 3 

m&W9 5(Dfc&%} 3 

9 6 <n\\&m 10 

^M^d 9 7 <Di\&m 0. 1 

|«#d 9 8 0>ft&m 0. 1 

^9 9©^ 3 

mmm 100 mk&m 1 

mmm 1 0 1 <*Mb^ 3 

mmm 102 <D<k&& 3 

HJfefll 103 co{b^ 1 

[0 3 9 3] 

mmm 104 <D\\^m 1 

HJfefll 105 <r>tt&m 1 

Hffiftl 10 6 <Dik£r%0 1 

«fll 0 7<Di\&m 1 

HJfetfd 10 8 <o{k&fo 3 

§Hi£#d 10 9 <D{b^ 1 

Hffitil 1 1 0 <n{c&m 3 

mmm 1 1 1 <o\k&m 3 

mmm 1 1 2 <n\k^m 0. 1 

HJfetil 1 1 3 <D{k&to 0. 3 
[0 3 9 4] 

mmm 1 1 4 <o\k^m 3 

sasw 115 mk&ys 0. 01 
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0. 01 

3 

0.3 
3 
0. 
3 
3 
0. 



03 



3 

0.3 
0. 1 
1 

0. 03 
0.3 
10 
3 
3 
3 

1 
1 
1 



116 (ooc&m 
iii9 <r>\\^m 
mmm 1 2 o o>K&m 
Ii2i <n\\&y& 
H22 <n\t&m 
mmm 1 2 3 <r>\k&m 
mmm 124 <r>\Y&m 
mmm 1 2 5 nn&m 

[0 3 9 5] 

1126 (Dit&m 

[12 7 <D\\L-&m 

mmm 1 2 s v>\\&m 
mmm 129 ©ffc-e* 

1 3 0 ©f 
Ittfl 1 3 1 co{^^ 
^Jfe^J 13 2 <D{t&%) 
^Jfe0d 13 3 ©{frg* 

mmm 134 ©ft** 
1 3 5 <D\Y&m 

[0 3 9 6] 

1 3 6 <o\Y&m 
mmm 137 <D^m 
mmm 138 mt^m 

3c- 6 : WE H I 
^J£#J4 

mmm 130 

[0 3 9 9] Sj£9f*R0!l3 

(HT-29, KB-3-1) SrX— K^57*|; 
U W2 0-1 0 0mm3M^^ 

L£Jtil-59, 1 5 — 1 9 0 *S£tf 2 2 

-260 KixaittBns^ Lfc„ mwarri. cuf* 

^) = l/2x x (MM) 2 K<fc9#£>fc 0 

[0 4 0 0] (H»Jgm) HT-2 9W§^ 

4S<Di\&m (S#i66//molAg) 

[HI] t-^Ufc a 
[0 4 0 1] KB-3-1 (^5^4 8 ©{t^ 
(^i6 6//mol/kg) (DnmSR&s E12I2] 

[0 4 0 2] ttmmmm 

*®<D&ii$mm^ m-r z> « * s «> 3 *5n«5ft 



0.3 
0.3 

1 

0.1 

3 

3 

>;100 
>;100 



[13 9 (OWL^m 

i 1 4 0 <n\\&m 

mmm 1 4 1 <o\\&m 
mmm 142 <r>^m 
mmmi 4 3<D4t&® 
mmm 1 4 5 <r>qc&m 
j*»m 1 <o{c^m 

it$fcfl!J 2 <D4k&m 
[0 3 9 7] gg&ttRftl 2 

immxm) ^**im&&±MmiiswEH 1 - 3 

(l-3xl0 6 ce 1 1 s) £Ba 1 b/c^^^l 

ttrtfcSWU BB^b*»oa*«:ll»tfc, rax*: 
1 0 0*5 J; 1/7-1 1 Pic*#J£rl 0 

llalftPS^Ufe. ^«<0£#BS*:**U Con 



it (T/C, 

[0 3 9 8] 
IH32] 



SHMS**r« *-6 »3 2] tc^L 



( /imol/kg) 
1 6 
3 2 
13 0 
» 13 0 



T/C (%) 

13 8 

14 1 
19 0 
18 9 

[0 4 0 3] ZCOBfo(Df^bb\a~Z. TfJlRSJvCl^SW-JIt 
A*y$r— [CATALYST (MSIftt) , Cerius2/QSAR+ (MSI 
It) , SYBYL/DISC0 (Tripos^fc) ft*f] £>V^tl<£r;8V^ 

^fc*IHt©fP**5J:tK*Wfl!:W:, SYBYL/DISC0 (Tripo 
stt) £/flv\fc 0 

[0 4 0 4] HiS#j4 8 0fl?&|fett:oivt\ SYBYLCO^ 
y y ^«t6*^ V^T 3 lk7cffim&m$L U Gasteiger-Hu 
ckelSfcfc: «fc 9#JI^Jii^m#£#^Ufc^ Tripos^? 

kKoms, r^;s/i« fc^ttsfWHas 
»e * »tt «r»jfrt- a fc ic ^ ^ hk^ zteKitm 

[0 4 0 5] z<D!% y 7km&&*s£xf 
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[0406] mmm4 8<D{k<etyo&mmft¥t\.x, * 

[0 4 0 7] ^^nfcfi^L^^itt-oVNT, 
ft) > £{W&fcfifc5A-& QKftQmD *3J:WStt<i[ 

[0 4 0 8] ^[El#P>ttfcfi^fc»^5t"C^> 5£ (1 
3) Oj^©BlOl^ (Wl) . A»<Bltf.> (W 

2) ftJ:t**X«&£#tt if) (W 

3) fc*5VvC\ Wl-W2 = 8. 3 4 A, Wl-W3 = 
3. 8 0 A, W2—W3 = 5 . 5 5 A<Dlfig££ t 

[0409] in»m i : mmm 130 ©as-mo m 

iB^mta^^cffiv^HJfi^4 5, 3life#j4 6*5j;tf 

K^yfyi^to (wi) io<tu?tf y i?yi<DM 
(W2) *5J:rK*/w^=44»* (W3) ^HiU £[W 

[0410] &it, [HI^prtg^^{cov^Ti--<r<7)^ 

Wl-W2 = 8. 4 3 A, W1-W3-3. 8 2 
A, W2—W3 = 5. 88A (M&&fflkh<0=-*/\'*c 
-m : 2. 8 6kcal/mol) <D&M& £ Z Z k&^Ztl 

[04ii]lt ftrtaoSfa^fe^fflPaS^e^uow* 

^tiaot^) N-*>itr**s*e> tift. m»mm 

WHS***- 7 »33] iC^LfCo *-7 



ISi^7 ^ — * <off »»* 

[0 4 12] 
[1*3 3] 







W1"~W3 


W2-W2 




(A) 


(A) 


(A) 




8.20 


3.95 


5.49 




8.54 


3.85 


5.55 




7.42 


3. 97 


5.93 




8.52 


3.88 


5.96 


*JS«4 8<Dft-&« 


8.43 


3.94 


5.51 


jll 1 A fOf M /T - A rfj_l 

HJSWl 7 9 coit-am 


7.09 


5. 20 


5.48 




8.59 


4.37 


5.51 




6.80 


3.80 


3.63 


mmm 8 8 ©Yt-g-^i 


8. 67 


3.50 


6.22 




8.29 


3.75 


6.42 


336091 2 8©fc-&fe 


8.64 


3.76 


5.90 


1 3 o ©fl:£-«j 


8.43 


3.82 


5.88 


SUSW 1 3 1 ©fl^gj 


8.59 


4.88 


5.47 


snjg^ 1 3 6 vmsm 


7.59 


3.94 


7.27 




7.58 


3.94 


7.27 




9.07 


3.94 


7.47 


astern 3 9©fls^«i 


7.64 


3.94 


7.29 




9. 11 


3.94 


7.50 


fStfll 1 4 1 ©flS-g-fe 


7.60 


3.94 


7.28 


i 4 2 ©-ft^r^ 


9.02 


3.94 


7.44 


33609 1 4 3 ©•fc£® 


7.62 


3.94 


7.29 




8.48 


4.40 


5.69 



[an mmmm (ht-2 9) K#i,xmmw4 8 

\m2\ mmmm (kb-3-d \zMvxmmm4 
8 <Dit^m&^(Dmmmk<Dmt*^mx-hz> 0 
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[Hi] 



KT-29 

1250 T 




0 | | 1 I I I 

0 5 10 15 20 25 



RIB (0) 



KB-3-1 

3000-1 




BSJB (B) 



(51) Int. CI. 6 F I 



31/38 


ADS 


A 6 1 K 31/38 


AD S 


31/415 




31/415 




31/42 


ABA 


31/42 


ABA 


31/425 




31/425 




31/44 


ADA 


31/44 


ADA 


31/445 


AE A 


31/445 


AE A 


31/495 


ADV 


31/495 


ADV 


31/505 




31/505 




255/31 




C 0 7 C 255/31 




271/18 




271/18 




271/40 




271/40 
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275/24 275/24 

275/28 275/28 

323/52 323/52 

323/62 323/62 

327/48 327/48 

335/16 335/16 

C 0 7 D 207/34 C 0 7 D 207/34 

209/42 209/42 

211/24 211/24 

213/30 213/30 

213/40 213/40 

213/56 213/56 

213/65 213/65 

213/70 213/70 

213/74 213/74 

213/75 213/75 

213/81 213/81 

213/82 213/82 

233/34 233/34 

233/42 233/42 

233/64 10 3 233/64 10 3 

239/28 239/28 

241/14 241/14 

261/08 261/08 

261/10 261/10 

263/48 263/48 

275/02 275/02 

277/24 277/24 

277/40 277/40 

295/08 295/08 A 

307/12 307/12 

307/68 307/68 

307/84 307/84 

333/16 333/16 

333/38 333/38 

333/62 333/62 

401/06 2 3 3 401/06 2 3 3 

2 3 9 2 3 9 

401/12 2 0 7 401/12 2 0 7 

2 3 3 2 3 3 

405/12 2 13 405/12 2 13 

409/12 2 13 409/12 2 13 

413/12 2 13 413/12 2 13 

453/02 453/02 

491/048 491/048 

495/04 1 0 5 495/04 1 0 5 A 

521/00 521/00 

275/02 
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(72) ftwm- hjt & 

(72)3§^# 6^ »g 
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